2002 ^1^24 0 (24.01.2002) 




PCT 



■(ldyBfe^BMHi- 

WO 02/06268 Al 



(51) m%k&WtftWi C07D 333/20, 333/22. 333/32, C07C 
271/16, A61K Jl/381, A61P 37/06, C12P 13/00 



(21) BBttJB»#: 

(22) gfgirjffiB: 
(25) SP9ttijg@(Omi§: 

(30) s k 
1$8l2qOu%2l2246 
#812006-241744 
#182000-28321* t 



PCT/JPGT/05988 
2001 ^7 £ 10 0 (10;07.2001) 



2000 #7 13 B (13.07.2000) JP 
2000^8.8 9 B (09,08.2000) JP 
2000 £9 19 B (19.09.2000> JP 



(71) mmx(mmz&<&xo)mfcm^i\T)i hjm* 

{SANKYO COMPANY, UMITED) [JP/JPJ; =f 
103-8426 3fl3£& 0 *fg*iHT3T g5#l*t Tokyo 

(JP). 

(72) %W%;£>£tS 

(75) mx%/&mA(mmiz^x(»fyi -a w^oushi, 



Takahid*) [JP/JP). ttSiflft (TAKEMOTO, Toshiyasu) 
[JP/JP] Tli- (SfflMOSATO* Talcaichi) (JP/JP] £ 
S * (NARAj Futoshi) [JP/JP]; Tl4fc87103HXtt&, 
111 KlAiBriT £#Mft£$4£ A Tokyo (JP); 

(74) ttmX: *HOHNO> AkiWat.); t 140-8710 

SMaJSJUglSBriTa 2S58^ HftttxC^tf^ Tokyo 
(JP). 

(81) fESfi (mPVi AU, BR, CA, CN, CO, CZ, HU, ID, IL, 
IN, JCRi MXj NO t NZ, PL, RU, SG, SK, US, ZA 

(84) mSS/ItttJ: 3 — P^/^t*(Ar,BB,C^GY,DE > 
DK^ ES, FI, PR, GB, GR, IE, rr, LU, MC,NL, PT ; SE, TR). 



2X*a« K&tf f&DBSSKoivctt* S«!»<t**i« 



A 



(54) Title: AMINO ALCOHOL DERIVATIVES 
rH. (54) *ffl<D*#; 7 5 / 7J1>3 — jtjSSft 




(57) Abstract: Compounds of die general formula (I), or pharma- 
cologically acceptable salts, :dstor^^.<^er^eifvaUyes tereoft ex- 
hibiting excellent immunosuppressive activities wherein R* and R 2 
(«) are each hydrogen or an amuio-protecting group; B? is hydrogen 
. pc a hy toxyi-protecting group; is lower alkjl; n is an integer 
of J . to;«;. X-is -c%lene; -If • b C*. w alk^ene Wtifch may. be mono-; 
. . :*q tri-substituted with one to more manbers selected 6om groups 
a and b of substitueritsi fc* is aryl; and R 6 arid R7 are each hydrogen or a member selected from group a of subsatuents, With the 
proviso that when R 5 is trydVogeh, Y is agroup exclusive of single bond arid linear C H0 aikylcna 
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L£^£>, ^P*/)?y >A (C s A) ^^PU^ (TR1] ^©»^ 

(1) WO 9 4/0 8 9 4 3 (EP 6 2 7 4 0 6) 

UT-fSL^ (a) 
CU 2 OR 4 

R 2 R 3 N — — | CHjpR 5 (a) 

R 

»W * T y -^Sr^ LT <fcV\, } T'fc*K R z > R\ R*> R s «, 
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*^»'ttr± % (b) 
nr'r 2 ^ 

(CHz) m OR 3 

" ,IJbWfc^4fc <b> .te*$v*7\ 

fcMmf-s TAsSrJK TAs^y, TfJ>K Ti/fi***^ 7U\ 7%"Af 
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< 3 ) WO 9 8/4 5249 

CHaOR 3 y== Q 

R 2 R 1 N-C— {CH2) 2 -h( V-C— (CH2) 4 — / \ (c) 

CH 2 OR 4 — ■ ^ / . 

i±.mt-&® (c) {C*3VMC N 

R' v R\ R\ -R^ttP-Xit^oT, .3kS(^tt7^T!?3i»&j 

U) % ^pIi lT v '2o©5j-^^ (- CH 2 OR* 

? Si»7;t<«^fLxv^I^b^i (c) >4aifer«. 33k JJ3 
ffc^ife {e) & v (CH ? ) r ii:-CO- (CH,) t-^frfmz? 

. -LtB-fU^t? (c) tt. -CO- (CH ? ). r S©»||^i.tt73: 
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• <* -;* ^A-a ~«»^T^->|S»* > T S. /^decarboxylase <DU^M 

h Lx* a -^=.ju- a -tT-ASTX/mxPW 5 decarboxylase (DUg- 

sihcJairii) ©f^M«*^*li_$tLte I S P-l {Myriocin) ^TMMz£Z>M 
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tttmsmm&TK / tor? / T^-^mm^m^^R^ i$mfc¥ 

«£T 5 y T^n-/Wb-a-t;^fi5cf!ltt^ ^#>-t4>& < % ixH a Cativiela 6 
tetrahedron; Asymmetry, 9 ; 351? (1998) OS&gf^ R. M. Williams ^ 
TSynthesis of Optically Active a-Amino AcidsJ (Pergaraon Press). T?$j|l£>£> 

ttm&Jtt&tVXUSeehach Helv. Chim. Acta. , 71, 224 (1988) M 

^£*l/Tfl^5J; 0 telSfe*?, S^VM*SJ1 % MEMbK^X Tetrahedron Lett. , 36, 
2097 (1995) ^Tetrahedron Lett., 36, 4101 (1995) |£$8^$.*VO^ J; 5 df 
9 ^ T-J^^Um^^'T^W- 1 Mg(II) Sn(II) JR/M" ^ 

.IB ZlfE v ft^ N bltiot Chemistry Lett. , 239 (1989) Chemistry Lett. , 
238 1 (1994) £MW £ *VO^ 5 ^ P^r7 a ftffct**;* *rAfc<D^1- l/^MU 
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h^h-T*. tommy*-*"?. &mm&, -< 

^^.^i^ chron m, m&m:$m, ee&&&j§m> m^m*^ # 

.H. *#«ifSiK if», Wegener f^ffi, ^5J«, ^ttMW^v 
Goodpasture m@m\ fvVaW K.—V^, T ,Wt"¥~ It^MttiliL^^, 

^ xmm&mmm, ^mmmmmmm, smmte*&&&i 

Wa^ ^14J3fifl-«i!^, JIW3mttBtf& i£ffi»l^ 
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Hltv ±|B^^ftT 5 y T/^-Mt^ (La) Rtf (Lb) 

■®S^m^|cov^ift«^"%fT*ofel£*v ^©MWflW^ LT,3fe# 

(X L I V a ) Xtt (XL I V b) frBt. L < % (X L I V a ) (X 

L I Vb) }i v 2 -gm- 2 — T %J~1, 3 -^P^S^-A^flc (X L- 1 

(x l i i i) %mm-t& z. tic x z , -jjcommnwMW&Ti/Mk^&v % 

• . . ■ ; •^,./: : >v- : : .'. • •;. '. 

. R'&tKR'li, P-Xtt^ftoT, ^^^X^T> /femfe^^L, 

: :. R 4 «, P^/V^S^L, 
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XW\ *.?-Ul*m y tf~V^3£, aif~W>^ % 5t-D-CH 2 -£:?rt£3£ ( 

ssts Dii. #^^*3k s-ch.(oh) -z^irzm. mmm^> 

a arc 1 75s 3 i@ggi ts titc mmmm l < t^cm*^^ t < ttaisit^ 

Sr^i~5 C,- G„TA"¥ UlsmZm U 

frhmfctstv&mT* i ism smm&zfritT v aw 

r • ' . • • • . . ' . » ■ * 
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(2) (1) fcl&Vvt, & (I a) 



NR 1 R 2 




r4 ~4— (CH2)„— ^ ^ X-Y-R 0 0a) 



nr'r 2 



R 4 - 



(3). (1) (C*5VNT> 5fc (l b) 
.X-Y-R 5 

"(CH^— ? (lb) 
J s >R 

R^O 

J4) (1 ) BI (3) frk^SfrSV vf frfr 1 ^IC*5WT X : 
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(6) (lj 7bm. (5) ^bS^$*L5v^tol^fcV^t, 

(7) (i) (s) frbM$i&hz^-rhfri m^.m^x, 

(8) (1) (7) ^e>®^$tL-5V^^l^^T, 

(9) (i) (7) frbMfo&nz^rftfrimzm^ 

do) ( l ) »i (7). £>«l£;h,5 v^-ftt^ rJgfcfcV^"- 

u i) (i) do) faibmviznzv^'rthfaiJgiz.&^x, 

2X143 -e 5 ifc^te«^<D^|g±fF# $ fts'tu 
(12) (l) 75M (10) ^fe^S^5VN-f^l^*5VAi:; 

Xi 3) (i) M ti 2) »^m$^v>w^i^l-fev>r. 
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(14) (i) nm. (12) frhmfc&ft&^Thfoimz&^x* 

(15) (l) (12) frbMW&frZ^Tm*imiz&v^x* 

( i e ) ( i ) jsm. ( 1 2 ) ^ e> w stus vvf*u&\i ^(c*jv vc, 

(17) (l) 7bm (12) ^e>5i^$iu5VN-r»l3Sjc*5V^T, 

5fc- D - C H 2 - ^^-T 5 £ (5£<K Dttv ^/Vfe/t^Xtt^- C H (O 

(18) (l) 7bm (17) ^51^$tL§V>T^l^$3^T. 

( 2 0) (l) 75^ (17) ^®^§tL5^^ w » 1 fefci^T. 
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(21) (l) M{i7) ^fe^S^iv^-rtts^i^fciav^ 

(22) (l) urn (i 7) ^^^^nsv^tt^i mcio^x. 

(23) (i) bi (i7) frbrnfrisnz^-rfafri^te^x, 

a 1751 3«^iifc, mm 

(2 4) (i) (17) ^e>^$H2)VN-rtb^i^^T, 
<2 5) (i) (i 7) ^h^^.^Tnpim^^x\ 

. (2 6) (1) 75M (17) ^fe^^^S^i^^i^Kl^V^Tx 
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(2 7) (1) 7bm (17) >k^£H3^T*u&ii3gfc::j3VVT\ 
Y$K -O-CHj- -O- (CH 2 ) 2 - % -O- (CH 2 ) -CH 2 -0- 

, - (ch 2 ) 2 -o-x«- (ch 2 ) 2 -o-^i-5Si?fes<k^x«©lil 

(28) (1) 7bm (17) 7>> hMftZthZ ^-fthfr 1 J®fc*3V^T x 

« 

(29) (l) Big (i 7) ibm&. £nz>^i x frfrimz.&\< vx\ 

Yd\ -O- (CH 2 ) 2 -Xtt~ (CH 2 ) 2 -o-*fi-rz>mT'hz>ik&®x\± . 

(3 0) (1) M (2.9) a> b513R £ V N-ftU^ 1 JlCttl&^T , 
(3 1) (1) Tim (2 9) A^^§tb§V^tu^l^^V^ % 

,,<3.2) (i) nm (29) ^^sH«i\TH^.i^*»>T> 

(33) ( 1 ) BM (2 9 ) ^Sm^HSV^^U 
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(3 4) ( 1 ) Jbm. (29) £ Vvf*U&» 1 5|ClC*tvST^ 

(3 5) (1).75S (2 9) ^b^^H^VN-ftl^l^^VNTv 

o 6) (i) (29) frbmnzftz>^-tfrj>>imz.&^x. 

(3 7) (l) 753? (2 9) frbMiKi5thZ>\^rfafaim\Z-ifr\,^x. 

mmr^m^ b&6m*hmyi&ihz> mxh% 0 ) x&&{b&&x\*%<Dmm±. . 

(38) (I) 73/31 (29) fabmifc&tvZ>^Tftfrimz.#:^X. 
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(3 9) (l) jbm (2 9) frbmfozfrz ^-mfr i ^*jvnt % 
r s &. 7 xs;nx« i Jbm 3 mmtzthfr? » twit, 3Mt m 

(4 0) (1) Jbm (2 9) *>€>^Sfe«V>i**V35»l-3SR:is*%Tv- 

^^^■n^x^yV, 3, 5 — i??Aratv* 7 zc =z.;V, 3 — 9 t 3 P 7*^ 4 — > P 
P 7x^ N 3, 4— i?^ D.P 7xn;K 3, 5-^0 07.3;^ 3-^5vl>> 
4-pt^V7«=;/K 3, 4-^^/^3i^/K 3, 5-i?*3-/U-7 
ce^/K 3— h i) TVl^a ?t f;l/7 3 :=/t', 4 - K 1> T^^C* ^ f-^7x^ 3 
■■; 4-^KV 7/l^o^/K7 3c=/K 3, 5 -S? Ml 7As3~v .^f/l/7x^ % . 
3 -)t F^7x^7K 4-;* J^>7a~/K 3, 4-i^^ b3rV7 3i^7K 3 
, .5-^ fjfV^x^A-, 3, 4, 5- HJ * 3-T± = ?-A'7 

<4 1) (1) ftS (4 0) bMtil £ ft* V vf *VJ!>> 1 JgfcSSV >T % 
; U2) (1) 753§ (4 O ) V>-f tt^ 1 jfc^lTyeC 



< 4 3 ) (1) 4c'$svv*\ 
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2-T 5 V -2-y ^j>U-4-[5-(5-is? ^7W<V?vV)^T ^ i>-2"/ A^jf V- 

2-T 5 y ^-2-y ^^-4-[5-(4-^^ d 'Or */frzr*f-&)*F3r7 zc ^l^^ V-l- 

2-T 5 7 -2-y ^/W4-t5-(6-i/^ d ^^i/;^^rV-W ^^)ft7x /V] 

2-75 y-2-yfW-4-t5-(5-S^ p^i^W^ ls.W^;l/)ft7xy-M;V] 

2-T 5 y -2- y ^/W-4-[5-(4-i/^ t* -^3r i^T' h ~A/)^$-7 ^ ^-2--Y /V\Zf 

2-T 5; y -2-y ^/l/-4-I5<6-t/^ P^^f f - / ^)f t7x i/-2--f /H^* 
^^l-^—^K 

2-T $ y ^^^4-(M5-^^n^^^y^y^;v)f t7xy-H/^ 
>V-l-;<h-yK 

2-T 5 y -2-y ^/^-4-[5-(4-^ W^ 1 ^ y ^7k>^5i-T^ l/.2-y( /vpt? 
2-T 5 y .2-^5^/^-4-l5-(6-^^ laW^^af v^/U)^T ^ V-2-T A^]~f^ y- 
2.T 5 y -2-:*t^-445-(5-^ ti^V^^#/V)^^ i V&%Ji/\79 IS. 
2-T 5 y-2-^-/W4|5-(4->^^ a ^^/t^^vl^^T y-2-4 
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. ■ \ ■ 

2-T 5 7 -2-m^/l--4-[5-(5-v'^ P^^rv-y^i/ h-l-^f cr^)^^ i/-2-^f M 
W V-l-^i — 7K ' ' 

2-T § / -2-3c^/U-4-[5-(4-^^ vx ^*y)V? h-l-J -/V)^*? x. )\>\7 

2-T5/-2-:e^-4-EM6-S/:^ 

2-T 5/ -2-^W-4-[5-(5-V^ P --3rS//W^# / ^ ^V*)^^ ^ V-2-f /V\~f 

2-T 5 / -2- g"-^-4-[5-(6- 7 a: e/ylx)=^^- 7 ic i/-2--f A-]T'# 

/K 

2-T 5 / -2-7 ^/P-4-[5-(5-:7x=/1^:/5v^;*-;7 3i ^-2->f /t'];/^ ^-1-?*"— 
>K. • • 
2-T 5 7-2-^ ^-4-[H4-7x^;l//f;l/)f^-7sy-2->f;P]^i?y-l^;U, 

. • . 

2-T $ /-2-T- 9vt--4-{5-<4-T3ic=;^ f ^/t^^T ^ ^-2-^^ ^1- 

••, -\ >K ' ' • 

fr—M j " '• 

2-T 5 7-2^f/U*{5f-7^^yf /^^7i^^7*?y-l- 
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2-T- ? J -2-* ^/W-4-[5<4-7 ^ ~/K7*? J 4 )V)^-fr7 zc :/-2-*f ^-1-.^ 

2-T 5 7 -2-* 9vW4-[5-(5-V^ a^S^ahfrS^i' h-i-^ ^)ft7i X-2- 
4 MS? 9 Z/-l-$r i —JK 
2-T % J -2^ ^-4-[5-(4-ix^ tt^ri^k^i/;/ =^^7 x^-2^ 

i>-l-5}-— /K 

2-T ^ y -2-;* ^;V-4-(5-(3-^^ P ^l/As-fr^y-fV 1/-2-4 

2-T ,5; J -2-* ^A^-4-\5-{5-^^ X2 ^U;U^^^^jU)^^y ls-2-4 )V\ 

2-T 5; y -2-^ ^/l>-4-[5-(4-i/^ P ^>*-i/fi^&*ir7?-A')?-*-'7 ^ ^-2--^ /W-J^ 

2-T $ y -2-^ ^-4-[5-(3-i/^ d ^^^^•i/7 , P fc° /J^f^T^ :/-2-^f M 
is 

2-T^ J -2-* ^yW-4-[5-(5-^ S 4 Ad?-*? ^^-2-J 

2-T 5 y-2-^^-4-I5-(4-^^ **«9?UA'1t*is79-S<t 1*- V-2->f 

2-T ^ >-2-j# ^/W-4-t5<4-Ts/^^ f-i-f =/k)^T ^^-2-^/1^3^^ V- 
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2-T $ J -2-^jW4-[5-(5-y^y> ^r^yf^f*?! ^-2--T ^J^i? V-l-^" 

2-T 5: y-2-y ^-4-[5-(4-7^y *V^f^)ft7 a ;y-2--{A']/^y.I.t'- 

2-T^ / -2-^ ^/W4-t5-(3-7 ^ > ^i/7"Ei f >>^^^ I'-S^f A]:/* 

2-T 5 / -2-y ?VMK5-(5- T -t y *^V^ / -f A>yf-#? ^ ^-2-f A-j:/^ ^. 

2-T 5- V -2-y ^-4-f5-(4-73. y ^ix:/^ / 4 ■A')tt7 ic V-2-t ^-1- 

/K ' - 

2-T ^ J -2-y ^-4-[5-(3- 7x7 ^.^^o/V ^ 1/-2-J fU\7$ 

2-T 5 7 -2-y ^7l--4-[5-(4--<>^/^^i/7 1 -A)^-7 ^ ^-2-f V- 
l-^/K - . 

2-T 5 y -2-y ^VW4-{5-(4-V^ n ^yi^ h df i^:7 ^ ^AS)=5-jr7 ^ 1/-2-J 

2-T $ y -2-y ^-yW4-{5-(4-iy^ n J, ^^/^ a: a: ^-2->f 

2-T S y-2-y ^/V-4-{5-(4-^ t?^dfi//ixy f ^^yia tf ^-2-f 

2-T ^ y-2-y^^-4-[5<4-e/^ ct^^f ^k^ iXT" P 1£Ayf-jr?r 

2-T £ y ^2-y ^^-4-(5-(4- .a-^ariy^y }> ^/n/NV ^ isjL- 
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(4 4) (1) i^VNT. 

2-T $ 7-2-75vl'-4-[5-(4-i'7 $isA'7f'ty*tt*t'-&4Aq7&l''l- 

2-T $ 7 -2-7 ^/U-4-I5-(5- 7 ^fi^t/ff-Afyf-ity ^ 7^]^^ V-l-^^- 

/K 

2-T 5 7 -2-7 5^-4-[5-(4-S/7 n ^ ^fi^pt^^f-Ayf^ry =c V-2-^ 

2-T 5 7-2-7^^-4-{5-t4-(4-7 J>=¥V7a 7 ^-»^^/P]^7ai^-2--f 
A-} V-l-^- 7K 

2-T $ 7 -2-7 ^-4-[5-(4— ^^ry-c -?# ^ 

2-T 5: 7 -2 : 7 ^^-4-t5<4-V7 a f*3tW? —A^^y x. )V\y* 

# /u s • - . . • ; . . 

2-T 5 7-2-7 ^-4-lg-(4-7 1 ^/V^ f -i-^ -zW)^^ ^ ^.2-< A>]Z?# 

2-T 57 -2-p«^^4-j;s^5^?: n ^^/v^i/ > -1-4 ^A?ynry ^ a>\ 

2-T 5 7 ^2-7 ^A^-^^-y zt^^ YA-^ ^)V)i-^ry « Afr:*^ y- 

'""M^ >k. •. ■* ; ... . ■ / - 

2-T5 7 -2-7 ^V-4-{5-[5-(4-^/V^-tr ^ rc^)-<V >-l-^ ^ft7a:^ 
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2-T 5 /-2r^^/W4-{H6^4.^ h^V7ic=A')^V h-Ws^t7x >^2- 
2-T 5; /-2-^^-/W4-{5-t3-(4-^^/Wi/^ a^^^Sx) !7"ti \f~A^&%- 
2-T 5 / -2-^ ^/l/-4-{5-[3-(4- ^ f/V7 re / ^^73;^^ 
2-T 5: / -2-^ ^/W4-{§-[3-(4-^/V'^ & y 4^)T , o tf^^]^^7 ^ V-2M /V} 
2-T ^ / -2-y ^W-4-{5-[3<4-y W^7x / 3r i4:7> H°~=./U]^y^ 1/-2- 
2-T 5 V -2-^ f-/^-4-[5-(4-t/^ Cx->*^/k>^>X/ h-W =.;V)^y 
2-T 5 / -2-;* ^/W4-{5-[4-(4- rTVl^ti 7x / dfi/):/ h-l-^ =.tv\=^iry ^ 1^-2- 
2-T ^ 7-2-^ ^-4-{5-£4-(4-^ ^7x/ ^S^f-W -/V-J^Tm ^-2-^ 
2-T 5 / -2-^ ^/V-4-{5-(3-ix^ cr^dr^/ >. 3f t'=/l/)f t7x ^-2-^ 
2-T 5 y -2-;* ^-^-4-[5-(4-TM/l>/ f ^/W)f^7x i/-2-f ti\ 

2-7 5 / -2^:^.4-(5<4-^^ o^^^T*^ / ^V^f t7x y*>f /l']^^ 
2-T $ y-2-^^/W-4-(5-(4-7^^/^^ j J n?)^#Z7 ^l/-2-s( 7V}-?3ir l/-X-fr 
2-T 5.7 -2-^ ^-4^{5-<5-f ^ Ct^^)^;/^ y J )V)=f-%-? V-2->f 
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2-T 5 J -2- ^ ^-4-{5-[5-(4^ 7 -jV)^ $ J J >V\3-&7 x ^-2-4 

2-T § J -2-^^/l^-4-[5-(5- is 9. P ^V^Vf^)^t7 re ls-2-4 i/- 

/K 

2-T 5 y ^-^^^B^B-V^^^^^^^^/^^^^x^-^^]^ 
# iz-l-;*-— 

2-T 57-2-^^-4-{5-[3-(4-^ PP7i; M^A^iry ^ 

2-T ? J -2- ^ ^/U-4-{5-[3-(3- ^ f-A^Ts. 7 ^^)T"n ^ 1/-2-4 M 

2-T 5: / -2-^ ^/V-4-{5-[3-(3,4-$?y ^7x7 ^fi^u t°^/V]^^-^ x >/-2- 
2-T ^ y-2-y^/W-4-{5-l3-(3-^ h^7x> ^$/)^ V&fr&fr 7x^-2-4 
2-T ^ / -2-^ ^-4H(5-(3-(3,4-^/ f3f VT:n / fe#t7±y- 
2-T ^ 7 -2^ ^/V-4-{5-I3-<3i5-^ * *ci/7 ^ / ^>>)^13 t*^^]^T >i V- 
2-T $ y-2-^ ^-4-{543-(3-T1r ^T ^ J 3ri/)T"P fcf ^jSP^* V-2->f 
2>T ^ / -2-^ ^/V-4-{5-f3-<4^T-fe^/VT * y ^>7)^P-lf c^)^7x.y.H 
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.±fa<fra* ( I) {J:*5VNT V (2) XI* (3) ; (4) X\* (5) ; (6) (7) ; 
(8) 75M (1 0) ;.(1 1) Xtt (1 2) ; (l 3) #M (l 7) ; (1 8) M (2 
9) ; (3 0) 75M (40) ; MWC (4 1) Xtt (4 2) 

(4 5) $fc,.*#l©*fgttr ^7'/^-^i^ TIB— ^ (L a 
) Xtt (Lb) tr^TSo 

(CH^-Ar xu tf*^'''!^^ (CH2) m - Ar ■ 

NR'R 2 
(Lb) 

*t L #;k*jrPT?*>«K ^or 2 Sld?r 3 »^; -H^oT,^ (- (c=o) -) 

^^ts c 3 -c M 7^^i v 7 y t< lift WiS-cit^ti 

tnft, 0 75M4<0^ic^LV- 
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T^o.R 2 &t*/:5m r 3 * r***fl^?£* £j&v\, i s t^s^^o 

<«&SS£a> 

±.m\&m (La) xii (Lb) tos^x, %WM\&w%rmzmfz>z. t& 

(4 6) (4 5) UL&lvC, -JBRS: (La) &tt5ft^ s 

(4 7) (4 5) Xtt (4 6) ^*5V%T, R 1 ^ Tk^jjj^T'fcSib^, 

(48) (4 5) (4 7) ^b»$t^>5V^i x ^-®^^:*5V^X, 

R^t^R 3 ^^ -i^ot, 5£ (- <c=o) -) 

(4 9) (4 5) 7JrS (4 7) i^g^Stt^V^T^-^lC*3Vv-C, 
.(■5 0) t4 5) 7m (4 9). ^^^^SVNT^>-]®.t^.V>T> 



WO02/06268 



PCF/JP01/0598S 



26 

s c 3 -.c w r^=-^m, 7 v ^A<Mxte%mw^mm^^&*>frc 2 - c 10 
c 4 -c„r^A'Sx ^r±v c 5 - g io p r/v-^g^&sfb'a^ 

(5 1) (4 5) Jbm (4 9) ^^®#l^SV^H^~^l-*3VNT, 

-A^mx\i^mmMm^m^ntc.c 1 - c I0 t^^s, c 2 - c^ta^p-** 

(5 2) (45) 753f (49) fe8ft&*l-6'V >f3l^-Sfc^V 
(5 3) (4 5) BM (4 9) ^t,^§^v^^-W*5V^, 

. (5 4) (4 5) #m (4 9) frbmn&nz^Tftfr-^&^x. 

. (5 5) (4 5) (5 4) ^^^§^^^^-^e:^v^ 
(5 6) (4 5) 15 4) dv^^|c^vsT»— ^33V^\ 
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(5 7) (4 5) 7bm (5 4) ^^^tL5V^^-^*5V^T, 

i 

(58) (4 5) ibm (57) ^e>«£*usv %"f frb^-Jg feV>T, 

(5 9) (4 5) 75^ (5 7) ^^51^$tvSV^-fH^-^*5^Ts 

(6 0) &fc x *5§PJ«, TlB—®!5£ (X L IV a) Xtt (X L I V b ) ^r^TT 

(xl ii) 

NR^ 

<xui) • -v- ••• 

p < ^#^mmSi?S^Stbfed^ !f>P#/i>i v c 4 - C so r /Mf 
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c 2 - G 2P r^^^a, r y u < ^^w^mm^-g^^^fe^x « 

P^r-vS^^.Sr, y^°-^0#^T^> (XL I I I) 
R"COOCH=CH 2 (XL I I I) 

&wts ^m^^^^T^mmi^ r u i*x R^o&^&tts® 

L I V a J XI* (X L I V b) T^tbS, 2 2 5! 7 - 1 , 3 -7°P 

• ? a 4a J a 43 

NR r R 2 NR 1 R 2 
(XLIVa) (XUVb) 

(6 1) (6 0) lei*5V^T v 

■(6 2) <6 0.) XI* (6 1) K33*\T % 

'ife* ^f^^ts Cj-CoT/v^^^, r y-/KSxi*^#^m*m^ 

S C3-C >0 T/^^va % T y -/^X}*^»»I^ST^$tbfcG 2 -C 10 

. r/^^i,7.y wvKxi*^@M^^T-{amskfc^pm^^aii-5 
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(6 2) (6 0) Xtt (61) fc&WC* 

(6 3) (6 0) 75p (6 2) frhM&1$M^frfr-mz.-&^X s 

b a> £ *i>S S-C 1 3 mm&:&Htz.T V -jumi RT* rt^ig a 36> bit 
*T&5 0 . ... " 

^€>«^tL5 s-e i Jbmamm&&ntcc c l0 r/i*3r i^v^j ©c- c 10 

^fvv, 3 — * ^ h y >t^i>K i-^^^ti tfv^ l < i 

;:#V>\ ^i^^t^ l -**}-flSr h 7^fvx K7yf^y; 
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^Wy, 2 , 2 - i?? =$-JV h y ^ ^ Uls s 3, 3 - i?? f-)V YV?¥w* ^^rih 

Vlf-AsT h?*3-Ul/, 2, 2-^Wb7J t f^A 3, Z-ttfFASr 
h^t^ui/^ 4, 4-^f;^f f^^y* -^M^wy. l-pt^vv^. 
^rlM^y^ 2-^/i^3rlM : ^yyl 5-^5vw^rf-^^yy % 3^^ 
7l^i/*^ ^yy* :<H r ^;*5 t yy> 2-;* ^/V^t * ^ y y v 5 — * "f-jV^ 
9 t^X^l/^ 2— 3^/y^flM^yy. 2-oc?vV-3^;*^y^y^>!^yy % 

3-a-^7i^- 2 — ^f^y^^f i/y, y-^^i/y, i-t^frirV $ j^^xs 
f/v^-t^fwy, 2-^^-i-^^/^de-ih^^wv x f*^fi^y£© 

#31 3 is® m sitfc, u < n0.mmmm^ t < ^^•^sr^r-f ^ 

. -o- (ch 2 ) 2 -> -o- (CH 2 ) ,- r -o- (cflj); 4 - x -o- (CH 2 

) -O- (CH 2 ) 6 - x -O- {CH 2 ) T - N -O- (CHQ ~0~ <C 
;-H 2 ) fl -s -O-^CHQ -CH 2 -0-CH 2 - A -X3ft 2 -D~ tCH^ 2 

- v -CHj-O- iCjFij) 3-. -CH 2 ^-0- <C0 2 ) 4 - N - (CH 2 ) 2 -Q- 



WO02/06268 



PCT/JPOI/05988 



• 31 

CHrv ~ (CH 2 ) ,-0- (CH 2 ) 2 - s - (CH,) 2 -0- (CH,) ,- x - ( 
CH 2 ) 2 -0- (CH 2 ) 4> - (CH 2 ) 3-Q-CH 2 - s - (CH 2 ) ,-0- (C 
H?) 2-s (CH 2 ) 3-0- (CH 2 ) s -, - (CHjj r O-CM r , - (CH 
2) 4-0- (CH 2 ) 2 -, - (CH 2 ) r O-CH 2 - -CH,-0- v - (CH 2 ) 
2 -0- % - (CH,) 3-0-v - (GH 2 ) 4-O-, - (CH 2 ) s -0- x - (CH 
2) «-0~s - (CH,) T -0- s - (CH 2 ) 8 -0-. - (CH,) 9 -0- v , - C 
CH,) ,,-O-v -S- (CH,) 2 - v -S- (CH,) 3: -<. -S 

- (CH,) 4 -, -S- (C,H 2 ) s -. -S- (CH,) 6 -, -S- (CH,) ,-, 
-S- (CH 2 ) 8 - N -S - (CH 2 ) 9 - s -S- (CH,) -CH 2 - S-C 

H 2 - s -CH 2 -S- (CH 2 ) r — , -CH,-S- (CH 2 ) 3 - N — CH,-S- ( 
CH,) 4 - x - (CH,) ,-S-CH,- - (CH,) ,-S- (CH,) 2 - x - (C 
H 2 ) ,-S- (CH 2 ) 3-, - (CH,) 2 - S - (CH,) 4 -, - (CH,) 3 -S-C 
H,-, - (CH,) 3-S- (CH,) ,— % - (CH,) ,-S- (CH,) - (C 
H,) 4 -S-CH,- v - (CH,) 4 -S- (CH,) ,-, - (CH,) S -S-CH 2 
-> -CH,-S- - (CH 2 ) 2 -S-. — (CH,) ,-S-, - (CH,) 4 -S~ 
% - (CH,) S -S-, - (CH,) 6 -S-, - (CH,) T -S- - (CH,) 8 -' 

s-> - (ch,) 9 -s- N - (ch,) 10 - s -*&irz>m-v&y , mm\m, m 
mm^m l < immmmm**^ s c 4 - c B r^ vi#es. 9 , M\cjmxr 

m -O-CH,- -O- (CH,) -O- (CH,) -CH,-0- v - 

(ch,) t -o-x\%- (ch 2 ) 3 ~o-^ft5Stfe*). -c 

H,-Q- N -O- (CH,) ,-Xlt- (CH,) ,- O - mthZo 
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;K V^u^fS/vK u^t/^/K / A-tft/i^/K T^V^/K ^V^-^ 

Mfimmm** i m^tt s 7 Mmmssr* u «;u& ^ y /k ^ 

f-y y tk y V /k ^ y sp-.T y y a , 2 , 3 -^-y-yr y y *v h y t 

^/k ^ ^ k y ^y^yKy/K^fy k y /k a y a\ y y ~/k 
dfy y^=/K y^r/y/K ^yy/K ypyV-JK i-v^Vit-tW*;* 
•y- y ~/k y «*\ ftn»^s y tk y x ^ y $?~/k -< y >f >- 
k y ~.as<djl o tmttmf* tt&-$%.*-o ? % ^^mmmmi t lx 
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t'p y t°p y -f s^yy ^~/k t'7"/v if—frs tf^y 

S 

, 2-y^^^/K i-y^vw^^K 3, 3-^y^-^^/K 2, 2 — 

*J* s $-A'-f?-/l'^ I, l-S?* t $-ArZ? ! ?A'^ 1, 2-^>/V-^^> 1, 3-5? 
y^/k:/5VK 2, 3-^^y¥/K 1 -oc^/vy^/K 2-^fVK/5Vvg 
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J^P $f-Ar^ 2, 2, 2 --Ml -7AoJ-'n ai^V, 2,2, 2 — MJ^D.P a^/U, 

2 — ^w^-ct^/K 2— ^ n coc^Vs 2— 7/^13 3i ^/K 2 — a— K^^K 
S-^Pu/pkVK- 4-7/VtPyf;K 6^3— K'^iv/K 2, 2— 
^■n£^/Vi£<Dj- 5 -ItsSTttfJ C-C 6 TA^/V2£-e& 9 % ©aSKf^P^/ C,- 

s/, ^y/p^K :/f=^ ^y^f^K s-T'b^K t-^h^r^ 

V h v\ ^ y^i/ h=^ N 2 h =^>\ 1 -xf;l/^p tK^V, 2 

^/K/n3j«e-e/ % ^X-^y'h&is* -^fA^^X 3 - 

^/W^f^r^ 2-^^^y^5/ % 3, 3— i?*f-Anfh*?^ 2, 2- 
S?>* ^A:?>3r^ 1 , ■ 1 ^/I^ f * fc\ 1 , 2 -iV 3f *A 1 , 

3 - i?t ^Ji^f h^i/x 2, 3 - * ^'A'Zf h*Z/&<D <fc 9 -fcggfcgc 1 6 $3<7> 
tettMT;^ ^r^T-fc 9 , M^^G l -C 4 TA^^iXST*$> 1 9s Ely 

> 2rry^^^>l^^: N 3, 3-^^A^/V^^ 2, 2 -i>^^V3/^ 
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PCT/JPOiy0S988; 



y rAW-Af-** 2 , 3 - e?y- 3-jvzf3-;v?-*m<D i o ftmmwt i ibm 6 ©com 
>l&5fc«K etfeS^ac9^ic*3»ts ruij/va^^^M^^ij stria 

» . * * 

Myl>^i/j);^/K 3, 3 -^^^^K^V^/wfc/K 2, 2-^^^ 
^^h^r^/^/Jf^/K 1, 1 ■—&*7-Ar7Jt'.*?&frfrljlzzj*' y 1, 2-^y^/P 
^F^r^7^^/K 1, 3 -*J* : 5-;\'7y*i/%A'iS-jV s 2, 3-i?pt?vH/ 

iff jgimc,- C 2 T^a -^-^^ 13 , ft^^ji^f*^ *3r^#/Vfe 
^K^5o '• . . . . 
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mmr^ju&i & i|7$; m\z.%i& vtcm^ viz %a>t mmm^ u w& 

r % y , 4 vf^-^r s -t^/kt s j N t -zf^jvr % y % -<^^t s 
y . y-^i/^T ^ / ; 2 - y^vvT^Kr 5 y , ^^i/^r ^ y > i 
gvi'i/a f $ y v ^^/a& $ y . y^f/vr % y * 4-y ^vi^^^ 
r^y, 3-y^-/^y^/wT$y N 2 - y ^-jv^-^¥a^t ^ y , i-y^^x 
^vwT^y. 3, 3-^^w5 7, 2, 2-^^yw5V, 1 
, 1— ^yg^K/9vKr$:y, 1, ^-^y^/wy^T^y, 1, 3— ^y^ 
^^T5y v 2, a-Vy^/v^/wT^y, 2 -^^^/kt's: ygcoJ;? 

Jfe^e y - C ^ C 6 T;Mr/K7 5;ltfc<5\ Miqi^y -C-C ( 7;^;l/7^ 

■ ■f7/^Mj ^ 2 ®r ? y 3Sfc^ tfcS^ u s?y^T?y, -b 
^ y > n-^/v- N-y ^ y v v-fxi 5: y % t^-y^/vr 5: 
y, v^f/vr % y, t^-.^r ^\y 2£(z> j; 7 Ct- c 6 r^^7> y 

7tw^y v ^c^^7$y, y>W*/^yy^?i/75/, ^ 
VJ)/i'TSy > 4 yy<y*j/i'T%>\ '*?'*xxffc?$ l j\ ^ifr.'SfA'Tkj* t 



• - v.. . 
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o 

i/y-Y /K 2 ; 4 , &-b y > ^/V^W 4 - /K 4 - T «=■ V W A' 

4-=>p^<^^/k 2— sffc^SO^OK, 2 - U h^ix^fcy^) 

MIS f&tf&*4l'frArt^#<&} y 2 , S , 2 - f y ^ a J> 

2- h y ^x^y A^>Vi/#j^^/t^£-9 /^Nn^i/$fctt Ky« 
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K y * V A N h y ^/W/' y /P\ y i/d If /i^7 ^Aix y /K t 
h !M y :A3 tvv^ y /no J: 5 ft > y {&$DVV3rAi/ y Ag, 7 ^ ?-/Uis 

ftte^yAfifct*© fi/y/^j ; 

9-7yxy;^ ^/KD J" 5 * l~3fi©7 y — ^K'Clt^Sit/SLffiRr A' 
4 - / ^/l^i/vVK 2,4, 6 — N y ^ 3 , 4 , 5 — h 

y * f;Myi?;K, 4 V-<V^7K 4 — * yfZ*S7 z*rz.fl>&-7 zcz^A** 

/K 2-*=. hP^y*?/v v 4— ^pp^y^ 4-^'p^ 

^<vi>/K 4-vr>''<y^ 4-^7/xy-^v ? 7x-;u/f^, (2 

■~ p\ ap * tztxisT / ~ht y ^/HSU^eifes twfc 1 ~ 3 y -/vs-e^ 

n, w $ j ^v^s ^<vs?-ji fy^ 4 h*^^Jy fis s 

>y ?&M*&fffi'&wi&£ ^tv>> u-ymi im&tsfh, w&wx mfc?^* 
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mm mwcrj\s*jvm\ 
me, r»7.^ij ; 

f>7t KO 7 77-2 -4 /K f h7t KP ft77 ^- 2 — /V-?> J" ? ft 
ff h 7 t KO "7 7 =^»f 1^ 7 t KO f t7 7=/Vij J 

* f^i/^ f-Ar* 1 , 1 — v 5 ;* ^vP— 1 - f ^f iX^^/K ^ f 3rv-^/K ^ 
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a*; 

«/) 1- (t -rf f^V**^— ;t^3rV) a^/V; 1- (a* UrS^/* 

4 - y f;i/-^-^y^t^ y v=vvy ^tvk 4 — 7 ^rvw- 3-^ y y v~ . 
yt-y wvy=;v^^©i 9 ^t*y i/^^f 
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mmmmru/ums ^mmr ^m^m^n a a> t>m$i t$ m s-cim3 ft • 

2-f I < ft 3 - ^ o o^yf ;K 2 - , 3 -3gL< f*4 -y^u 
i/^p-^r^/k 2-, 3-^ : L<tt4-^titaiy^ci^v'/K 2-, 3-3g=L 
<li4-yc€ P */A* y 2 -, 3 b < 14 4 - 3 - Kf£ P ix/V, 

2 - ;* f)Vi/$ uzfn t°/K 2 — rc^/v-^^ Pt/P fc°/K 2— ^b<«3-^ 
^ * ^^9VK 2 -3g= L < |2 3 -a^W^ pxyf;v % 2 3 L < 4 
-y- fAsi/Z P ^3~>/K 2 -7, 3 L <l* 4 -^/Uis? p ^dr V/k 2 - b 

V 7)^X1 * <5-Asis>r p -fu f /Vv 2 U < F± 3 — h jJ 7/^p ^ ^/v^^ p :/ 

2 -ig= U < ft 3 - f 9 -7>M"P f-jUi/f P ^^^VK' 2 -, 3 -Jgf -L < » 
4 - f y } <?jy%/$ p^.^e//K 2-p« h^^nynif^ 

< 1*3 -^>^^^p^^K 2-^b< f£3 f^fi>* P^3Vk 2-, 

3 ~^L< » 4 - ^ P>^f$/7k 2 ~, 3-35L<-i44 -31 
p^isjU % 2- 3 L < f*.4 - 7°P sK^S^ P UAf* 2-, 3 -ig L 

< \%4 ^4 yzf u iSZclsx/t P-^fSxyk 2 -, 3 -W]L< J*4- ( i -ai^T- 
. »^>>) P^apb/^ -2-, 3_^^<|t4_ (2 -in^>KAz sjf^tx) ^ 

iJr ci^^r^;K 2 -frfotf^isfl'is? P7*P tT/K 2-3g : L< « 3 -#/l'tf3c$/;U 
^P^5Vk 2-, 3 -^L<.**4 -#>^3ri>7l/i/? p^5/^ 2— 'jjrf 
^ p ^p e>K 2 -^fL< ft: 3— K^VtfA^s/kS^ pvSLi/ 
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^/K 2 — . 3 U < f*4 - * h # A-v'? d $>»\ 2 t K «= 

i/V^P^nf/i/, ?^.L-<tt3'Tt Ktf**/^P^W, 2-, 3-3ffL 
< 14 4.— b s**^/^ Pt^^f 2— /Vi'i? p* 7°n fc°/K 2-^U< J* 
3-^*7^>^.ta^.^^ 2-, 3-^L< tt.4— Jfc^/^V#'n^2>7K. 
2 -Tt^i/i? n tf/K 2 — 3g= U < 14 3 -T-tr^A-e^ n ^V^K 2 -, 
3 b< |44 -TWA^ ->7K 2 — T 5 / 7u tVK 2 L 
<tt3-7^V^P-5yf;K 2-, 3 -3gU< 144 -75/^ p^^/K 

2- ^ ^/KT 5 7X2 tVV, 2 -38= L < 14 3 r-tf-ArT % J n 

2 U < 14 3 -*i~A>T % J P^i/3Vk 2 -, 3 b < 144 - / f-A>T 
^^p.^e/^ 2 -i^ 5: /^pt*p fcVK .2— ^b<tt3— S** 

i^/u-r. ^^/k 2 b< f4 3 - 5 / s*^ p ^i^/k 2 - , 

3- ^b<l44-i?^^/VT5:/^J3^^/K 2-^7;^p/p^K 2 
b <14 3 -5XT/^P^V^/k 2-, 3-=gb<144-S>T/i^P^ 

S/A\ 2 -^V< f4 3 -5/ i7 R ^Wyjr p ^i^vk 2 — , 3 — 3=f L < 14 4 — 
P ^df ^/US'* p ^ i//^ 2-7*. =-A/*/? n zfu f/K 2 -3^ b < f4 3 - 
-7^.zz.fls%/$ xtf\is?y,^ 2-, 3-;g=b<l44 — y zc=^;\>%y^ ti^^l/;V s 3, 

4- ^7^^-n^Pf^^^ 3, 4— S^PPS^P^fS'Tk 2 » 3— 
;^£«/^ Bt^'V/K 3, 4—2?* h^V^P-MrS'/k 3, 5-S>* HfV 

ji^^Av 3, 4, 5 - > y n*VV>P^^M,,^ilEl4 t 

«t?ismji§TOr s^ga> few Sf^,) . T-fc 9 , h« 
$^fc^^ pi^v'/v-s (^iamst4, s^vvw.^ mmr^jm. 
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S3^@{s^$ti/fcry-^Sj «>&#0ifcUTi3\ wttf % 2-, a-^b<t*4 

- y/u^-tt 7 =c z=-As* 2 -., 3 L<W:.4-?pp:7 * =/K 2 - 3 U t < • 
f*4-:/*» 3 fe:7*»A'; 2- 3 t< 144 - 3 - K7x^ 2-, 3 -^L 
<1*4— ^TvA^i^Av 2- f 3-3gb<t44-^vK7:^yK 2--, 3 
L< \%A-rfn\fjvy^=.fV s 2-, 3 -3g= L < & 4 - 7**f-jV7 zr. =^k 2—, 3 

b < 14 4 -^yf/V7 ssA\ 2-, 3-5^b<t44- Y^yMxx^j^y 
*~/K 2-, 3-^L<«4-/ h*l/7=z^.JK 2-, 3-3gb<J44-^h 
^>7x^ 2-, 3 -3£b< (4 4 -7°a ;K3r^:7^~/K 2-, 3-^b<t4 
4 — f y^R 7K=3fi/7^^/K 2 -,. 3 -3g=b< *~/V s 2 

3-5gb<i44- 71=^ 2-, 3-^L<«4- (2 

7xi;K 2 -, 3 -5g b < 14 4. - f-Af*-? ^ 2 
-, 3 — 3g=b< }44 -^^^^ci/K 2-, 0 ^b< |44 -#/k^V>V 
^scssflV .$4j 3 b < 14 4 - b 3r '* 2-, 3~Wb 
< }4 4 -ac ac 2 -, a i ; -H&C'< i*4 4fc Fo*^7rt= 

2-, 3 -^b<*44 -7)vyV$/Vyzt=/K 2-, 3 -j^b< 144 -Ti?^ 
■■?<*!s,Jk % - 2-, 3 -i£V< tt4-7§/ :3-tW<»4-^r 

7i>r^y73i^/K 2-, 3^t<i*4— >^^r^y^3i^/K 2-, 

p b < « 4 - V'T / 17 2 - , 3 -^ b < 144 - SX^ o ^^/k^cn c=^ v 

2-*-, 3 — b < 14 4 — Ovvdf -c fejrp % ^2 3-^b<«4-e^3t 
3sA?„ 2, 4 -ri?7>^l3 7 i^^ v 3 , 4 - t?7MP 3^^^ 3 ; f -^7 
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^^-cz^ai^:^ 2, 4— ^ctP7x=/K 3, 4-^OP7x=/)/, 3, 5 
-.^Bn7i=/K 3, 4-^in^7rc=:/K 2, 3 -i?>< f/W7i=^ 3 , 

3, 5-i?*<?-/V-r^;K 2, 3-*J* h^v^^/K 
3, 4-^ h^7i^ % 3, 5-^p« b^i/^^^/K 3, 4, 5 - h y p< 
F^S^aiSi/K 3-7/U^-p-4-^ h^->7^^/K 4-^7V-2-^ K^r 
i^:7x.~7K 6 - - 4 - ^/V- 2-*Y*i'7 xc=7K 

><-' 3 — OK 5 - -if ^tV- 3 -<f /K 5 - ^ ^/W I'rV- 3 - 
/K 5 — * 3 -<>K 5-7;^p.^ l/Jrls— 2-^f/K 5 - 

^-2-^7K 5-t Kp#Wyf^-3-^^ 5-=>>o^ vrV-3-vf 
/K 5 - v-^ P ^vdf i/^V- 3 -4 /K 5 - 37 =:/K 3 — { 

5-7x7 * ■ W- ^fV- 3 — { /K 5 -^^iM^f W ^7=V- 3 — -f A\ 5 
- 7x=/Vft^ V^>- 3 —4 /K 5 - Kta 3f W V7=V- 2 -4 5 — 
h f yr^-'2-{^ v , 5 - ta^^^/p^ 2 — ^f/K 5 — 7at=/V 

yfV- 2 — 5 -7-7 ^ Vi^— 2 --f/K, 5 — -f"?:p U 

^-2-<f/t\ 5-^.W7?l/V-2->f./K 5-p« h**yt7^K/- 2- 
>f /K 5-77M-p7-7^1^^- 1 7K 5 -77^P^-7^ V^- 1 — -f A\ 
5 - **£ftf7 $ Vis- 5-^ h 1 — f/K 5 — fc K 

P^V^t7^ 1/y- 2 /V> 5 - ^ f » ^7 -Jr l/V- 2-^;K J 5 - 

u-y- 2 -47k 5 --7 xcyut7^ vy-: 2 -ii ;K 5- 7 ^ 7 ^ v 

,ftt.7f^y-2-^/l/, 5-t: Fn^i/^7^t^V-.l -if^ &-^^ta^ 
7#l^-l-^f7k 5-5/^ J2^^^7V^7^ VV— 1 -^/k 5-7x=M- 
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=A« "^StHS^ *l*m^v *9vK l>y7/^a^f;K ;* k4 

3 -7^tP 7x=;K . 4 - 7^*t2 7x^, 3, 4-v?7/VtP7i^K 3, 
S-^tP?!?^ 3-^PC7x^/K 4-^^PP7?:sA\ 3, 4— 
^pp7i^;K 3, 5-^pp7i^;K 3 -^Wi^, 4 —^)Vy 

=A\ 3,4- i^^A^y s 3 , 5 — iP^^/l^y m~ A, 3 - M> :7;l^ :■ 

» ^^7a^ 4 - Ml VArfra ;* 3^A\ 3 , 4 — i? > 1> 7 A^d ^ 

3, S-^V^Mn^f/^^/K 3— MrS/^—ZK 
4-^b^77i^ 3, 4-^7^ b^ri>7^r-;K 3, 5 -i?.* l^f :7i*c= 

a- n 3, 4, 5 - Wi'?!^ i -rtf >7xd^x»4 -rtf 

M3^g^$tVifc^mSj oMWHt^ m^ 3-, 4-tL<tt5- 
?«f^77^-2->fM 2-, 4 — < ft 5-^f^757- 3 ->f A % 3-, 
4-^V<i*5 - y./vHru^Jty ^ V- 2 A v 2-, 4-^^<»5-7/^ 
*77y-3-^ 3- 4^bitt5-7a^ft7 3 :7-^^>; 2% 

4 -^L< {45-^0^77^-3 — tf A x 3 -, 4 ~^b< « 5 
*V-2^ f/K 2-, 4-^U<l*S-^f L /^^7^-3-^/K 3-, 4 
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7 y- 3 /K 3 - 4 l;< & 5 - ^ h #e^t7x i> - 2— T JK 2 - , 

4- ^rU< «5-^ h%$y^:7a:^-3 — f;K3-^L<}i4-^^7^ 
^-'S "---f /K 3 4 L< J4 5 -'^^W^^y^^at V- 2 -^/K 
3-, 4-^L< l*5-7'i3*^Vi/5 1 ^!7a:V-2 -^/K 3—, 4 -^L<« 

5- ^^y/ft7iy- 2--r /K 3 4-38=b< tt5-pt h ^^y/ 

'^7iV- 2 -4 /K 2 4 L< ^ 5 a: V- 3 - 

-f/R 2 4 -^b< tt-5 -/n^y/^t7xV-.3 -^;K 2-, 4—^ 
U < 5 - } f^y^t7 * ^ 3 2 — , 4-^U<«5-^ h**s 

^y^WiV^3-<;K 4-, 5-, 6 -3g= L < Ji ? - ^-jv^i/^^ir? 
*f-2-* f/K 3-, 4-^L<«5-t: Kt3^^7^-2->f^ N 2- 4 
-^L<tt5-t Pt2dr^y^-3_^ /K 3-, 4 -5g=L< }2 5— fc Ko^iX 
ft7xy-2->f;K 3- 4^L<«5-^fl3^^di^-2-^/K 3 
-, 4 -^=L< I15 -7xx;^t7iy- 2 — T/K 2-, 4-^b<«5-t 
K p * *• y- 3 T ;K 2-, 4-fL<fj:5->r/ft7 3 :y-3- 
V/K 1-, 2 -3T C < & 3 - k Kp 3f ffc° y ^y- 4 — -f/K 1- 2-^L< 

.»3-i/7;^^^y-.4^^ l- 2-^u<^-7a,^ify^v-4 

> :#®{Cf*> 3 -, 4 -mV<& 5 2 - A 

frXti. 2 -, 4 -m L < « 5 - !7>M-P 7y y-3 -^ST.fcSo ' " • 

±miz^x s R^RxtR" <Dmm\z&nz fc^c^r^/wlj tit, #r 

>K * W /*A~>*#** .l -IT 0 ** tf. 

'#>y?HA\ 4 , 4 -S^ ^ v j ^ ^/P^#^>i>^ 2 ~y £ 

-^^/^^^ 1 -rTVfcVt^V^K 2 ~ac^/i^4|?S/jB; % 5, 
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e -^^v^ ^/K 1 — -fn \*A»*£?-*SA> S 2— ^-/WST^/K 6 , 6 
• - 5? * ^/V^^^-yK 7* i«7K 1 - ;* fVk/ =/K 3— * f-^w y =/K 8 - ^ 

/K EISA's 3 , 7 , 1 1 - hV * Kf^K y^^rf-5*i^/K 4 , 8 , 

1 2 - h 1? p« 5vt" KJJ fVrA*^ ?'A~<l<?y t y.A<y 1 4 ^-jV^y^'f V 

13, 1 3 - h^xV^K ^T^t^/K 

/^/vsj wia rd-Cj,, r/v^gj ort© rj^^2 75S2 <hb<s>t 
UK i-Xliliot, ixr*2jH<p v «fc£fi&% «*JR^ X X8 V S 

3vK 2 - ^ ^yi^-^/K ^fi^-Jr* ^/K l-y ^/^f-^ru fcVK 2 - 
^f/I^^Pf^ 3-p«^/^#y>3tVK 2 -^^^rt^/K 2-^ 
2 - ^ l -^^^d-y^K 3 - 

i - * ^^sb-t^K 3, 2, 

1 » 1 -S^^/^i^/K 1 -*j-A>- 2 -^ ^^^-^/K 1,3 
S?^ tATf^f^ 2,3 - f-A^^yff-M^ 2 ^*A^i*~/^*\ > 1 
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5 - ^ 5 - ^/V^^^r S>>K 3 - ;* ^/V^:^ 5vK 4 - * 

5 - ^ f&T'ttV ?-A> s 6-* 3-/v*f-$~3r? 1 -7°ti tf/l^^ 

^ vVK, 2 -^/V^^l/^K 6 - ^ ?'JV- 6 - ;* ^/V^^^K J*-* 

S-^/t^tfVcvK 3 -=vf)V?- 
*5-Ms 3-^ ^v- 7-;* y~Afirit9 ^/K 7,7- ■■thflsf-XHr? <? 
/K 4 - * =f)V- 8-^ ^n^HcJ 3 , 7 - 1 1 - p« =f-n>f}-fr K 

5*^A\ 4 , 8 - 1 2 - ^ H JJ t^^/K 1 ^ ^VV^^^ 

7* i'/K 14- /fA^t^'i' 13-^ tVV- 13-^ tVV^^T 1 f 9 

Xi^/K X - ttfi*$-$T**>~f9 7*2TK 3, 

7 i 1 1 - h JM^W- 1 5 - ^)V^^^=fi/)V(D ip^l Xfc* 2 ff&flKgi 
JR*"T?$N5E &h/T 2 7>M 2 Oi07;^/H ; tvV^ ^/K 1 

A'ttis?* t°/K 2-^f;kt#i</Bit'^ 3 - ^ ^A-^ fcVK 2- 
a^/Wsj-sJr i/oL^/t/, 2-^ tVI^^ ^rc^-/^ i -p< ^V±^-Uzf 

3, 3-^^^^W^ % 2, 2-&/%-fcttirf?'fi'y 1, 
Wt^fM, l - ;* ^/v- 2. - * 5-fr$rtf i/-f^-jv y i ( 3-^^/1^^ 
^7VK;2» 3— ^j^Ac^y^Av 2 -^^/^^i^^K 1— 'fa/hf 
2 - ^ ^l^^f v^s^f v7K 3 4—^^ 
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t/^^/K 3 - ^ ?VU2}-3r *"V/*7l\ 4 - ^ ^/P^^ S/^^^ v 5 - * ^/W 
^S-^vW/K 6 - * J-SVtti/^^/K 1 tVV^S^^/K 2 — 

i^V^V^i^/K 5 —ff-tV— 5 — /^V^i^^f V/K 

7 1 77k- 6 - ^ ^Ao*-* 1 - ^ Tv*** W 3 ^/I'tf^&i' 

7, 7^i?*&Ar**t$s*r9?-fi* tl 4-^5^-8-;*^ 
A'**WsA'> 3i 7-i^^vV-l 1— ^A^ap^K9*i^A'v 4, 8— i?* 
^vV— 1 2 — p< ^Vl^^ v- h y 7*i/7K 1 - ■'5rA/jtt.%"<Zr9 r^/K 14—;* 
^/v^i/^v^-rV/K 1 3 1 3 -^/v^ Sz-r h7f^;K 1 5 

-^^^V^dr-^-rV/K ^ M> 3, 7, 1 

1 - h9 * =5-)V- 15-^ ^^-^f -y^^isivco i5^lXli2 ^tf>$£»; 
^ T#fc§;h>TV>S.gU!t# 2ftM 2 O^OTA^/l'g; N-^f^7 5 / * ?VK 

r^v^^/K i— (N-ywb) 2- 1(n-^wV) ^ 

o t?/K 3 - (N - ^ %/) y& fc°/K 2 - (N-^vKT 5 7 ) 
2- (N f N.r^>tf /Ur ?./) a^VK (Nr-^/KT^/) 2- 
. .'(N— ^^/VT$/) 3 - (N^^KT^V) 2- (N-a^ 

;/UT^/) yn^/U, 3- (N, N-S^^/KTS:/) ^"Ptf/K 4- (N-^ 
^7 5;H^ 3 - (N - ^ ^f-iVT % / ) ^V^VK 2- (N->*VK3r$ 
» ^i^/K- 1- (N-^^/VT$/) ^y^ v 3-,(N, N-^WKTS 
>) ~f ^rJ^y 2 - <n; N-^^tVT 5V )' :/5M< 1 - (Nv NT-iM fVKf 

t&A'TA J) 2, 3-t? <N-/f;V7 57) P^/K 2- (N-^ 
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~^V/K 3- (N-y^/Kf* y) 4- (N-^W?y) 

/K 5 - (N-^^T5: y) ^3rS//K 1- (N-^ti fcf/VT 5:7) :/^VK 4 

-y^-4- (N-^yVT^y) 1- (N-^^T$y) 

- (N-y^/wr$y) ^9vk s- (N-y^viyr^y) ^t^/k e- (n 

-y ^T^ y)— 1 - (N-i/p £VKT S; y ) ^V^/K 2— (N^-ai 
^7^y) ^^/K 5 - )t f 5 - (N-^ f ;V7 5 / ) ^^f'WK 3- (N 

-y^VKr^y) ^^-/k 4- (N-y^r.^y) ;*-y^K 5- (N-y^ 

J^T%J) 3r$=f-JW 6- <N-y^T$y) -jtZf-An 1 - (N-/p W 
3 y ) ^ 2 - (N-3i^T 5: / ) ^>^/U, 6 - y 6 - <n- y 

5vvr 5 y ) i - (n - y ^ y ) y 3 - (n- y ^v^r $ 

y) y=/K 8- (N-y^/ur^y) y^K 3- (w-af^75y) a-*?- 
■^ 3-^^-7- (N-y^p-r^y) ^-y^K 7, 7— ^ (N-y^/vr- 
.5 y) ^-y^/K 4-y^-8- {N-iW$;> ;s;k 3, i 
/v-i 1- (N-^w§y) Kx^tk 4, s-^y^vw-'i 2- (N-y^- 
zKr* y) hy-r^/K 1- (N-y^riy) ^^f^, 1 4- (N-y 
^/vr>>) -<y^^>/K 1 3-y^vw-i 3- (N-y^/wr^y) r- fc^" 
1 s - {N-y^r? y) ^tf-^/K 1 - (N-y ^ y) ^ 
f^i/A> s %m 3, 7, i i- hV y 1 5 - (N-y #/kt ^ y > 

, 7*^^<DJ: 5£ 1 5U± 2 $ Hx v\&&&& 2 753§ 2 0 i©7 

m^oT; 1 xtt 3 ji<Diim f t y ->i>pj torts r^#j^mW^&i xg&£ 
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7t\£^ 2 - 7*p fc°~/K l 2 -7*0 t?=:yK 2 - * 9^- 2 

p fc*=7K 2-ac^-2-^/pfc B ^K 2-y^/K 1-^^/^—2—7' 
^—/K 2 — ^yi— 2 — :7^~/K 1 2— ^^=/K 3 
.1 - 3 — 2— ;*^7k- 3 — >^F-:=A\ 1— ^3vV— 3 — T'^^ 

/K 2-^^^/K l-^5Vl<--2-^^~/K 2-^^yV-2-^>^=/K 

:i ,. ■ : . .V: .: ■■ .1- .." . : .v . 

3 — 1 3 2 £-/V— 3 -^>^~/K 4 

-<*l/<?-~ /K 1 - ^ 4 2 - ^ 5=-/^— 4 — ^i^—TK 2 - 

-^S/^/K 3— ^^S^=/V % 4 — v.3rf=/V x 5— ^ ^ca/V, 'x/^p./K 1 
— j^/V-^V^/K 2-^^V-^3rix^/V, 3 — ^^W^e^/V; 4— ^^-/v 

^ ^"---/K 1 -^Wf=:;K 2-^^/v— 7°^-^/K 3-^3=- 

^/K l-ydtV^^^/K 2— i^/^^f^^/K 5, 5— 

&A\ / ~~/K 3 - ;* f-frir& /K 4 - ^ ^/M-^ f-^>K 5 - ^ 'f-frtirtr 

3F-~*K 6 — 7? ^JVict f^A's fcfyW^ 2 -it^/V^^^H 

>K s-^ ^c=yV, 3 -^/ytt'f—n'y 3, 7 - ^/v&f 

.7, 7— ^^^^^^/K !^yfi/i/K 4, 8-^^->/==/K KrV 

-A f y^v=/K xj-^t^/K ^f^s^/K 3, 7, i i-.^y^^. 

■/UK^Wk ^i^i^yi^ 4, 8, 1 2-hV2 t^ h Vt^^> I 

f My^f 1 ^y^f^K 13, 13— ittf/irrV^ 
f^s^ ^y^v^/K 1 ^.^xi'-yK 1- 

;* ^yV^^V^>V> jr*$-°fl/*^}U s T4 =*iy—fl'. ]£tF v 3 , 7, 11, 1.5 
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&M*X~fr&£fi ; X^zm*7TkU fifctf, 1 ^p*^/V3M-^=A\ 2- 
pi ^/w^^^-^/K 1 - * ^A^f-Jc? p fc*.~/K 2 - p*. fi^h^r^ fcr~/K p: 

- pi Wt7"P t'^/K 2 -ac^A^-*3tf-=i/l/ v 2 - pt 2 - p* ^A^f-Jr 

1 - 7? *f-;Vtt-7"?~?K , 2 -p* ffl^*"??-—.^ 3 -^/V^^-f 
2 -m^/V^;^:/** t°^/K 3-^^-3 -p^A^^^tftf—PK 4 

- ;* ^/t>^*^ V^~/u v 3 - p* ^Vl^^^-zK 2 — p< ^/t^#-<^~/K 
I-pi^A^^y^/K 3, 2, 2. flsf- 
pj-^^/K 1, 1 - *M ^-/^-X-y^JK 1 ~ P< ^/V- 2 - p* ^/V^^^^ 
>K 1, S-&*&A*f-tt/7-==-A' % 2, 3:-^^^^-^^/K 2-^/V 
?--*?7'=zA' % 1 - P< ^/l^^^rV-ZK 2.-.p< ^A^^^S^/K 3 -p< ^ 

^■p a^^^xas 4 - t&jy- 4 -> ^/v^^^&M i fAfifr 

& tfA^-^V^—A'* 2— a^A^;^^=A\ 6 - ff-As-r § - ffA&it. 

^3-£^=A\ *-±'&&A&stt&4 : S= : Ae y %~7n¥A^&^P'&A*s 2- 
MA^^^^A-; 6 — pi^A- 6-pt ^^jfr^^syK' l-pt ?-A>3-%- 
/ 3 - pt ¥fV£3rJ ^Ar v 8 - *Va^-:#\> ^Af y 3 -^A^** 

* *=A\ 3 - pt ^PV- 7 - p< ^A^#;T^=A\ 7 , 7 -^pt ^JVfrfcjtf ^ 
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& KrV=^v 4 , 8 1 2 ^/V^^- h ]} 7^=VK 1 - * ^-A^P 

^>/^7?V-/K 1 4-^/^^/^^^ 13-^f/V-l 

fis^ju, ST^. 3, 7, 1 l-h 

-yzfxj. 3 - ^ 3 - 5vl^3r S/^ta fc°=vK 4 9vM~3f 

/K 3 - / ^/lo^i^v^^yK 2 — ^ S^i^—^K 1 9M> 

^V^^n/K 3, 3 -^^f/V^^V/f^K 2, 
^~/K 1 , 1 - V* 'f-Af»* . 1 -p* ^—2 *f-ArHr*%s?'P~ 
JK l v 3-^fM*^f^ 2,. 3-^^^^^/K 2 -3i' 
^/^4^^=/K . 1 - ^ ^-firitfc i"-^ >>=-/K 2 — ^ ^teHr^* V— 7K 

V.; A\ 1 ^itn VA'**i<&?'^A' y 4 -* ;* 4 - ^ f/W^r^X^- 

?k 1 -> ^^^^:f/K 2 ^Actf* V^^Vtv 3 *-*&A<it*t 
i/^^-^s 4-* ?-*it*i"*f7^A' > &-*^jV%'*%/'<<?=f-~fl>y 6 - 

6 -^n^^i/^&f-^^ a— p« -f-M^^j h&A's 3 
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7 - pt ^V^ ^i/^-^^^/K 7, 7-^^/W^#V^^=/K 4-/^ 
yi^- 8-t *?)V3r?*%// =z~jK 3 , 7 —^ff-jv- 11-/ ^/i^h^rix K^i^ 
7K 4, 8 -5?/ W~ 1 2-/^^^hy^=^ s l-^^V^i/^^ 5 
#?*jz=.fc^ i 4 ^/v^S^v^T^-yK l 3 -/ ^/v- 1 3 -/ =^/Mf 

%XF. 3 , 7, ll-Y y / 1 5 -/ ^/K*=*^3r1>-7^>~ 

/k<OJ:?& 1 X^20O^m^T^^§^rVvS^*ic3BM2 -Qfl©TA"^ 

1- (N-^^T$y;) 2- (N-/;f/VT$/) ct^^/> v 

1- {N-^ f/V7?/) fc°~/K 2- (N-/?-/kT$/) 7"Pt°^K 3 

- (N - / ^M"T 5 /) ~fx* 2 - (gf -3-f-/UT % J ) /K 2 — (N, 

N-e^^r^/) i^r— >K l- (N-pt^v-T^y) f^^iK 2- (n- 

f^A>^ 3- <N-/^/KT$/) ^=/K 2- (N-^9VW 
75/) :/p.£WK 3 - (N, N-^W^;) fc°— /K 4- (N-/ 

5: /,) -<y^-=.ju^ 3 - (n- t^/yr $ / > ^y^s/K 2 - (n-/^"- 

^7 5/) 1 - (N~/^/KT5/) ^Vf-^K 3- (N, N— >J 

/^/KT^ / ) f^~jP s 2 — (N, N-^W$/') f^J^ 1- CN, 
N- v> / *f-)yT § V ) y^/K 1 - /5vV- 2 - (N- t f-jUT 5 / ) f^=-/K 
1, 3-^ (N-/^vVT5/) f?-~A> y 2, 3-^ (N-/^T5V) ^ 
^ v 2- (n-x^7>;) f$-~/K 1- (N-^f-A^r-^y) 
2 - (N- / ^ / ) ^rS/^;K 3 - {N-/ ^/V7 ^ / ) ^ri'-zk 4 

- {N-^ WV) — ^ri/^/K 5- (N-ZfyVTS/) -^i^/K l - 
(N-7°txt;VVT5 /) ff-^< 4-/^-4- : 

^ i- ^^TO) ^^n>K 2- (N-^^r ^y) ~<f*£==: 

• 5- m-^^rx n ^^-m « - ,(n-/w^/) -^^/k i 
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-t^-As- 5- (N-^W^ /) ^i/=;K 3- 

6- (N-^5vkT3:/) ^^/K 1- (N-^ntf^7 5;) ^V 
= /K 2- (N-^^/^T^/) — /K 6-^^-6- 
/) 1- (N-^^T^V) 3- (N-^W$7) 

8- (N-pt^/PT^/) 3- (N-oc^/Kr* /) 

3-^^V-7- (N-^/W-TSj/J ^^=/H 7*, 7-S? (N-;*^ 

/wr A - * 3 - iN- # frjyr. % / ) / ==;/k 3 , 7 

- 1 1 - (N— *?-A*T $ y ) Kt*S/~/K 4 ,.' 8 12- 

14- (N-y ^/VT 5 /)'-<V^yi/^K 13-^-13- (N-^/V 
■T$/) 7h7T^/K 15- (N-^f A/7^y) ^W^,, 1- (N 

~^)vr % J) m*. 3 , 7 t 1 1 - f y y 1 5 - (n 

mtetshstcv^c* ■Ttt^jvm tit, mmsot-Q^T^^m 3^> m 
^xm^x\ txtt?m<Ds Mia rryu-^j x»a«ib mmnmmm 

-7o^^ 2-oi^;i,-2-^i2^-^ N 2-^=/K l-y^/V-2-y 
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I'—tfJU— 3 -^x=/K 2 — ^/P- 3 -7*T=-^ 1 -rc^vw- 3 -zf*F^ 
/K 2-^^-r-zK l-/f;u-2-^f^K 2 — <i/7^/fe\ 

3-^^x^/K 1 - ^ 3 -^^-/K 2 - * 3 -^y^^K 4; 
-^yf^ i - 4 — ^v^rsyK 2-^^/1^— 4-^yr^v 2---t 

w^fir-/^ 3— ^^-fec^/K 4— ^^ir—zK 5 —- ^-drirc^^K 1 
— X^j^^-fes/K 2— ;*5vW^-fe^/K 3-^ f ^^ft^/K 4 - ^ f ^i- 
y^ir^TK 5-^^^n^H^A\ 1-^13^7=^ 4, 4— S^^A** 
X-P^—As^l z£T^?X.~!k>. '2— ■ **fy*>j? i ?'p-A' fi 3-^^ 
4 - ^ f-jV^^-fy^ 5 - 6 ~ ^ ^■jU^y'T 

^/K 1 — fcVw^y-^cri/K 2 — ^^vwv^-tr^/K 5, 5 — 9vw^=3f -fe 

^/K KU^ir—zK -rh^rHr^K -^V^lr^/K 3, 7, 11 — 
^Fft-^ A^t=;K 4, 8, U-Ky^^l/hSJft^ 1 
^vw^^-fe^K l ^-^.f^y^f-k^ 13, l 3 -i*;*^/^ 
/7*1r=/K ^^^ xir ^/K l 5 - * ^jWs^i^r ir ci/K ^-fc— 1—' 
^A^^^-fcci/K ;T-=?±~fis, TA =i±~/K 'RX$. 3, 7, 11, 15 

/^rs/PgEj- ful2 f Cz-G* Tfrtr^frm <D\H<D f Mil$C 3 2 Q 4@ 
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A\ 1, S-^^f/Wr^.a, S-i^fvVf^^T^A', 2-rn9 : -^ 

^yfc^wsK i -^^^^-fe^/w 2 - * ^A>5^^1r=A< 3-;*^ 
A^M-^ir^A^ 4— *^A^*^sMr*A> % 5 - ^ ^^^-■^•df -fe^/K 1 - 

^7°x-/K 2— ^/i^fr^/T^K 3-^^/V^-^-^^^/K 4-;<^A' 
ft^^f- >K S-^^^^^^A^ 6 — ^^/^^^=7K 1-^ 
P tfA^^^^/K 2 -ai^/V^^^^rir =A^ 5 - % ^>V- 5 5Vl^>J- 

^-fc = XV 3 -pi^/v^-^-^-^ -t^^/k 4 - p« ^^ifrirV 
ft^fsfK fi-^A'^^x-A^ 1 if/l^^^r-fe^/K 2- 
^xA^^^X=A\ 6 - xA— S 'f-Ayf-jr^-T'T—^ X-^f^ir 
/ $s>K 3 - p« xA^:*V *~A< 6 - p^V^/i^/K 3 

i=JK A 3, 7 ^ i>pt xA'- 1 1 - >* xA>X 

: ^J/£ff*:srt\ i 4 - >t ^A^^^?;r% =>K 13 -^ i 3 pt 

J^-^fes/K 1 S -^^A>^^#f-'7*'fe=i7l'v 1*- * •frjW i fr~<1?# 
MJly 3, 7, 1 1 - -MM'x'A'- 1 5 -^^^•^^r^irn/^ 
<fc 9 & 1 XI* 2i(g<7>^^T^^§^TVN5^0#r3.75M 2 Op#r A^^A* 
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^^-dr^X^/K 2 - ^/W- 2 - ^ ^/V^-^r i^cn^cn/K 1 — ^^^^yif 

*y~ru A\ 3 - ^ frA*- 3 - ^ 'fvArffr^.S/^lo ■ 4 - $<v*V 

f s/V, 3 - ^^/V^^^x^/K 2— 1— 

■■^■s^xt^/k a, a-^^Wi/yf^K 2, %~i?$?Atttirf' 
4 ^/K l , l - s?j* jl — > f A^r. 2 - ^ 

7K 1, 3 -V > *'3-ji'jr*cV'-7*r~>v, 2, 3 -i^^tf-^i^fsi/K 2 -^ 
^/v^S^t^/K l -^>^$^4£~/K 2->i^/v^>>^%=i7K 
3 - * =5-/U3-*ci/^*c± A-} f/Utt e/^^rir =/K 5 - ^ fvM^ 
^rir—ZK 1 — :7°P kVW^-^r^^r-^ZK 4 — ?< 3Mf- 4 - ^ ^Ao*"$f t/^V^si 
A, 1 -*-J-ju$-3c Wy&T—A's .2-f&AfSt*?i/^'7TziA' y 3 -*=r)Vjr* 
yr<7T—fi'* 4 — ^ ^/v^S^:/^— /K . 5 ->* t f-A*jt**s*<? 3 rz^A'^ 6 - 
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i, 3-i> (N-y^/vr^y) /r^, 2, 3-i? (N-y^r^y) 

2- (N-^VVT ^ /) yf^/K 1- (N-^W5/) 
2- (N-y^vl'T^y) ~-3ri?-/K 3- (N-y^T?/) ^-fe^/K 4 

- (N-y^u-T^y) ^^c=/k - 5- (N-y^r^y) ^-fe=/t^ N 1 - ' 

1- (N-y^T3:y) ^:/x~;k 2- (N-y^r^y) 
^•3- (N-y^vr^y) ^:/x~/k 4- (N-ygvKr^y) ^y^vK. 

5 - t f-fl'T ? y ) *<f?SiA\ 6 -• (N-y^/KT $V > ^izfT^JK 1 
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"s/K 3-^^-7- ^f=)K 7, 7-^ ,(N— 

4-^^W-8- (N-^^/VT^V) 3,7 
TvW- 11- (N— ) Fr'-fe— /K 4 , 8 - v 5 ^ 1 .2 - 

14 - (N-^W5;) 1 3-^^/W-l 3- (N-^^ 

T $ 7) ^ h 1 S - / ) ^^rf-r-fe=/K 1 - (N 

. -^^T5: /) ^r^x-fe^/K M 3, 7, 11-f y^^V- 1 5- (N 

^-r§:c 3 -c 10 T^^^-efcs o 

c 2 - c 20 T/^c_/^j t ft«ia r c 2 - c 20 t/W^/vs j 

. ^^5c 2 -q 20 t^^sj p-x^^t, ixi* 3 mo. wm irv 

■ * v 

Wc^^h^^0i^^>^s L< l£> Pseudomonas sp. A Pseudomonas fluorescent 
Pseudomonas cepacia^ f^ombbacterium viscbsum v Aspergillus niger* Aspergillus 
ory2ae N Candida antarctica^ Candida cy lindracea> Candida 1 ipolytica N Candida 
xugosa % Candida utilise Penicilliumicoqueforti^ iRhizopusarrhizus^ Rhizopus 
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deiemar v Rhizopus javanicus v Rhizoniucor miehei x Rhizopus ni-veusu Humicola 
lanuginosa^ Mueor javaiiicus v Mucor miehei N Thermus aquaticus v Thermus flavus^ 
Thermus thermophilus human pancreas^ hog pancreas N porcine pancreas x . 
wheat germ &&<D V ^-ifT&5 0 ^^^^^Xtt^lO»»UT«VNSJ: 

it. Pseudomonas sp. %mMfcLtz%<D immobilized lip 

ase from Pseudomonas sp. , (T0Y0B0 1±) ) ~C$><5 0 

*38We^fcJ8 (XL I I I ) te^zZji'tf^mv-^XT/vm^ 

S^s — fefc&iifc:^ n-^-drif^ tf=/Ki:;*7VK ti-^^^S • 

. ; - . : • •' :•: ■ - • . \ - .• .•••5 ' • '• 

... 5 - ? * • 

> .^^*B^©J;^^p^^fl^*s^" «^ iito^te> «i£> mm 

• : -'*&fU ^/<^WdtlL # ®km&, mmk, ^ 
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,i> fe^^ ^x^rjti/Jfc, hU^^/kTA^ *>^.b^W7: 

v f H^Wy^^Xl by* (t Ko^w^) 7$;^^y«©j: 
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% 2 — ;* 2 — ^I/^rvK 3— ^i/^^/K 1— 

2 - ^vl"- 3 — -^/K 4 -^V5^/K 1 — 2 •• , 

-^^-/^-,4-^?^^--;K 3-^^/=;K 4-^^>>--/w n 
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^i/ ri£0T/V^r/V^J N 2, 2 , 2 - h 'J ^ » If* (2-^ 

rfS&T^^Hijj ; 2 — ^yfy^/^^f^ .2^- fA'xyx^^ 
" . .. r«T/^yvaj ; r^> y ^iGj ; atria it y -a*j ; fiu 

«kw-^ <D fc^Sfc£fc©ft#« £ urn, , TO* 1 W ' 
«2^^^#WfeW^i: t^T^, *!§«53©-^S;<L a) (La-l) 
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Me : ^ 
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/ v N.p ..(2) • ••= ! • -». > 7> uy- 2 •• 
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P r •: " ■ 

I P r . V ^V/o ^li • 
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1^1266 fl. fl fl Me . 2 -^=C-(CH 2 ) 2 --0CH 2 ^h fl « 

1-1267 H fl H Me 2 -CsC- Wj-OCil.HPh Me H 



WO 02/06268 



PCT/JPpl/05988 



116 



1-1268 


ft 


H 


H 


Me 


2 


-csc-caOji-ocHj-Ph 


H 


Me 


1-1269 


H 


H 


H 


Me 


2 


^sc-(cty 2-QCHs-Pfi 


F 


H 


1-1270 


H 


.» 


H 


Me 


2 


-cpc-CCHjii-qcHj-Ph . 


ft 


F 


1-1271 


H 


H 


Me 


Me 


2 


-C = C- (Olj) 2-OCHa-C^-Ph 


H 


h' 


1-1272 


Me 


H 


H 


Me 


2 


-CsC-^^-OC^-Ph 


H 


' H 


lrl273 


CQ^e 


H 


H 


Me 


2 


-CsC^C^-CC^-Ph 


H 


H 


1-1274 

— . • . . • 

. 1-1275 


H 


ft 


H 


Me 


2 


-Csc-(%) 2 H)CH2-<3-F-Ph) 


H 


ft 




'ft 


.ft ' 


Me-. 


x 




H . 




1-1276 


H 


H 


H 


Me 


2 


-Cs C-(Oy 2-OCH2- (4-Cl-Ph) 


H 


H 


1-1277 


H 


H 


H 


Me 


2 


^C = C- (CH2) 2 -0CH2-X4-Br-Ph) 


H 


H 


1-1278 


H 


ft 


H 


Me 


2 


-C= C- (C^) 2 -0CH2- (3HKe-Ph) 


H 


H 


1-1279 


H 


H 


H 


Me 


2 


-C^c£((ft2)2-<^-(4-Me-Ph) 


H 


ft 


* 1-1280 


H 


H 




Me 


2 


r -C= C- (ay 2-00^- (3-Et-Ph) 


H 


H 


. 1-1281. 


k 

■4 * * 


ft 


ft;. 


Me 


2 


-C= C- (C^) j-OCHj- <4-E t-Ph) 

'X-'-'&yi •/."* T/: • . a.' '-J^v- - ". l ' •■ " ' 


H 


H 


,i ' •• i . ; *;^. :y >"' 

. ' ;. 1-1282 . 

t 'V? & • r~? v - ? 


ft 


ft 


: h. 


Me 


2." 


f : - ;.r.-V ^•'■■-"/.f-i'-.:^:^ K - /.'*.; . • '//".^ 


H 


ft 


'1-1283 


H 


ft • 


. i.vt ■ ■ 
*•"'(»"' 

H 


Me 


' 2 ' 


'^^-.((^>jH0^-(4H^h) 


ft 


ft 


1-1284 


H 


ft 


H • 


Me 


2 


-C= C- (ay 2-OGH2- (3-iPr-Ph) 


H 


H 


1-1285 


«'~ 


H 


ft 


Me 


2 


-Csc- (dy 2-0CH2- (4-iPr-Ph) 


ft 


ft 


1-1286 


ft 


ft 


ft 


Me 


2 


-Cs(^(C^) a -pca 2 -(3-Bu-Ph) 


ft 


ft 


1-1287 


ft 


ft 


ft 


Me 


2 


-Cs e- (CHj^HM^- (4-By-Ph) 


ft 


H 


1-1288 


ft 


ft 


« 


Me. 


2 


-c=c-(ay 2-oai 2 -(3-cF,-Ph) 


H 


« 


1-1289 


..ft • 


ft 


3 


.': Me. 


A 




ft 


ft. 


1-1290 




ft 


H 


•Me 


2 


-CsC-X^j-^kftj-CS-MeO-Ph) 


ft 


ft 


1-1291 


« 


ft 


ft: 


Me 


2 


-CSC- (C^-OCty- (4-Me(H>h) 


fl 


H 


1-1292 


ft 


ft 




Me. 




-CSC- (CH2) 2 -flCH2- (3-* tO-Ph) 


ft 


ft 


1-1293 


ft 


H 


H 


. Me 


- 2 


-CsC- (ay 2-00^- (4-EiO-Ph) 


H 


ft 



WO 02/06268 



PCT/JP01/Q5988 



117 



1-1294 H 


H 


tt 


Me 


2 


-C=C-(CHi) j-OCHj- (3-PrO-Ph) 


fl 


H 


1-1295 H 


H 


H 


Me 


2 


-CsC-(CKj) 2 -OCH2-(4-PrO-Ph) 


H 


H 


1-1296 H 


H 


H 


Me 


2 


-C=0 (CHj) j-OCHj- (3-iPrO-Ph) 


H 


ft 


1-1297 H 


H 


H 


Me 


2 


-CSC- (0^)2-00^- (4-iPrO-Ph) 


H 


H 


1-1298 H 


H 


H 


Me 


2 -CsC- (GHj) 2 HXfl 2 - [3- (2-Et-PrO) Ph] H 


H 


1-1299 H 


H 


H 


Me 


2 -€=€-(0^)2-0012-1:4^(2-81^0)?^ H 


H 


1-4.300 H 


H 


H 


Me . 


2 

.-; .'*'V 


-C=C- (CHj) 2-^CHi- (3-iBuO-Ph) 


H 


H 


i-i.3ii.rS 


fl . 


fl 


JWe,. 


- ... A 


-.'.-CMC- CC^) 2 ^^(4riBu()-Ph) 


H . 


it 


1-1302 H 


H 


H 


Me 


2 


-C=Q- (0^)2-00^- (3-MeS-Ph) 


H 


H 


1-1303 H 


H 


fl 


Me 


2 


-C=C;- (0^)2-00^- (4-MeS-Ph) 


H 


H. 


1-1304 H 


fl 


fl 


Me 


2 


-Qkc- (CHj) a -0CH2-(3-EtS^Ph) 


H 


H 


1-1305 H 


H J 


«fl 


Me. 


■ 2 ... 


. -C=C-(<^); 2 7<^^ 


H 


H 


1-1306. H 


H 


4.'. : 

.; H 


Me. 


2 


^=:C-(oi2) 2 -0Ol 2 -(3-PrS-Ph) 


H 


H 


1-1307 H 


'.. .H ; 


' . H 


Me 


.2 


-C=C- (C^j-OO^- (4-PrS-Ph). 


H „ 


H 


i-1308 H . [ 


'"' '" v V 

... fl. 




"*Me 


.2 




H 


H.. 


1-1309 . H 


H 


fl 


"' Me " 


2 


" -G= C- (CHj) 2-OCH2- (4-iPrS-Ph) 


H • 


H 


1-1310 H 


fl 


H 


Me 


2 -C=C-(OJ 2 ) 2 -OOl ! -t3-(2-Et-PrS)Ph] H 


H 


: 1-1311 H 


H 


fl 


Me 


• 2 -C=C-(CH 2 ) 2 -0ai 2 -[4-(2-Et-PrS)Ph] fl 


M 


1-1312 H 


H 


fl 


Me 


2 


-Csc-t^j-Oat- (3-iBuS-Ph) 


H 


H 


1-1313 H 


H 


a 


Ue 


2' 


-C=C-(Ctt2) 2 -0C^-(4-iBuS-Ph) 


H 


H 


1-1314 fi 


.« 


H 


■Me 


2 


-C=C-(GH2) 2 -^CH2-(3-cHx-Ph) 


fl 


fl 


1-1315 H. 


.... € 


„fl 










ft 


1-1316 fl '". 


H 


fl 


Me 


2 


-CsC-(CH2) 2 ^0Ctt2-<3-Ph-Ph) 


H 




1-1317 ;fl 


H 




Me 


2 


-CsC-(Oi 2 )2-rOOl 2 -(4-Ph-Ph) 


H 




1-1318 H 


fl 


ft 


M» 


a 


-Cse-^j-OCHj-C^ 4-diMe-Ph) H 


fl 


1-1319 H 


H 


fl 


Me 


2 


-C=C-(OI z ) 2 -0CH 2 -(3, 4-diMe-Ph) H 


H 



WO 02/0626* 



PCT/JPOI/05988 



118 



1-1320 


H 


fl 


H 


Me 


2 


-C=C- :(CB^. t -0q%- (3, 5-diMe-Ph) H 


H 


1-1321 


H 


H 


H 


Me 


2 


p — *■» /rii \ r\rT4 _aUv 


u 


H 


1-1322 " 


H ' 


fl 


tf 


Me : 


2 




« 


fl 


1-1323 


H 


H 


H 


Me 


2 


^=r-^nj\ — Aru — aHv 


n 


H 


1-1324 


H 


H 


H 


Me 


2 


~C = C~ Itllg/ ^-HyuHj rii 


n 


H 


1-1325 


H 


H 


fl 


Me 


2 




u 
n 


H 


1-1326 H 


H 


fl 

..ye; • . 


Me 


2 


: ^XH31 2 -(4-Ph-Ph) " 


TJ 

H 


H 


1-1327 % 


H 


•fl 


'Me'- 


2 


-rCO- (.Cry j-cnx 


IT 

«■ 


H 


.« , JL XO^O - 


n 


H 


H 


Me 


2" 


^(Cfl^-Ph 




H 


1-1329 


H 


H 


fl 


Me 


2. 


... 

-co- (ay 3 ~cHx 


H 


H 


1-1330 


H 


H 


a 


Me 


2 




TT 

H 


H 


1-1331 


H 


H 


H 


Me 


2 ' 




n 


H 


1-1332 


H 


H 


>: 

Me 


Me 


- *-*'•? 

2 


n 


H 




MB 

€0 2 M 


H 

le H 


H 


Me 

"Me' 


2 




H 


H 

.•';>•'"* 
« 


t: '-1-1:335 


H 


w : 


:H 


•* ■ "Me : 


2 


-CO-fCHV -f4-F-v,Hx'j 


H 


H 


"'- • * i-i336 


'fl "'- 


H 


H 


Me 


2 


^0- (^) 4 -(4-Me-cHxY 


H 


rr ' 

n 


1-1337 


m 


is 


H 


Me 


2 


-G0-(CH.> - i if4-Et-cfli'> 


H 


fl 


1-1338 


H 


H 


H 


Me 






H 


TT 

n 


1-1339 


H 


u 
H 


-IT 


lie 


"o 

I 


-CO- f GJL> (4-MeO-cHx) 


•H 


n 


. . 1-1340 


H 




H 


if. 

Me 


2 


-CO- (CHj) 4 - (4-EtO-cHx) 


.fl 


-ii 
H 


,.1-1341 
1-1342 


fl 


, « 


fl 

fi. 


-Me 
ie 


2 


-CO-CCHj) i -(4-MeS-eHx): 
-CO^^^-^Hx-cHx) 




fi 
H 


1-1343 


a 


H 


fl 


Me 


2 


-C0-(GH 2 ) 1 -(4-Pli-eHx) 


H 


H 


1-1344 


fl 


a' 


fl 


Me 


2 




H 


H 


. 1-1345 


H 


H 


Me 


Me 


2 


-iCO-CCHj)^ 


H 


H 



WO 02/06268 PCT/JPOI/05988 

119 ; 

( - 



1-1346 Me 


H 


H 


Me 


2 


-OKCH^-Ph 


H 


H 


1-1347 C0 2 Me 11 


H 


Me 


2 


-co-(ag 4 -Ph 


B 


a 


1-1348 H 


If 


H 


Me 


2 


-G0-(eH 2 ) 1 -(4-F-Ph) 


H 


a 


1-1349 H 


H 


H 


Me 


2 


-C0-(CH 2 ) 4 -(4-Me-Ph) 


H 


a 


1-1350 H 


H 


a 


Me 


2 


-C0-(CHj) 4 -(4-Et-Ph) 


H 


a 


1-1351 H 


H 


a 


Me . 


2 


-C0-(CH 2 ) 4 -(4-CP3-Ph) 


H 


a 


.1-1352 ft 


H 


M 

■ I'j-' :• " 


Me 


2 


. -($— (Q^); 4 - (4-MeO-Ph) . . 


H 


a 


iri353;.,:H 


M ..... 


H 


.Me... 


.2 . 


^.(C^V.(4rEtO-Ph) :.. 


H 


a . 


1-1354 H 


H 


H 


Me 


2 


-hCO- (CHj) 4 - (4-MeS-Ph) . 


« 


H 


.1-1355 H; 


H 


n 


Me . 


2 . 




H 


H 


1-1356 H 


H 


H 


Me 


2 


-iC0-(ai 2 ) 4 -(4-Ph-Ph) 


H 


H 


1-1357 H 


.. .« 




. Me.. 


2. 


.HCo-(cft) 5 -cHx 


H 


a 


1-1358 H 


H . 


Me 


Me 


2 


-C0-((^ s -cHx 


H,! 


H 


.1-1359 Me ■ 




-ft. . 


! Me 

%: • * 


i:.: 2 L 


, iv' 


: H 


a 


1-1360 C0,Me H ' 


. Ji 


Me . 


2 


7C^(Cap s -cHx , >f . s 


H 


a 


1-1361 H 


H 


a 


Me 


2 . 


-C^Ws-U-F-cHx) 


H 


H 


1-1362 H 


H 


a 


Me 


2 


-C0-(Ca 2 ) 5 -(4-Me-cHx) 


B 


a 


1-1363 H 


H 


a 


Me 


2 


-C0-Ws-Wt-ctfe) 




a 


1-1364 B 


a 


a 


lie 


2 


-C0-(Ca 2 ) s -(4-<* 3 ^cHx) 


a 


a 


1-1365 H 


H 


• a 


Me 


2 


-CO-CClUg- (4-MeO-cHx) 


a 


a 


1-1366 B 


it 


a 


Me. 


2 


-<X>- (ag s - (4-EtO-cHs) 


a 


a 






:.a 


;,Me. 


.2: 




.. ' a 




1-Y368 B 


H 


fl 


Me 


2 


-CO- (OQ s - (4-cflx-cBx) 


a 


a 


1-1369 H . 


a 


a 


Me 


•"-'1." 

2 


-€0-(ag s -(4HPh-cHx) 


a 


a 


.1-1370 8 


a 


a 


-Me 


2 


-CO-^s-Ph 


a 


a 


1-1371 H 


a 


Me 


Me 


2 


-aHaQs-Ph 


. a 


a 



f . ...... 

WO 02/06268 PCT/JPOi/05988 

120 



1-1372 Me 


H 


H 


Me 


2 




H 


ft 


1-1373 COjMe 


H 


H 


Me 


2 




H 


ft 


1-1374 -H . 


ft . 


ft 


Me 


2 


H)6-(CH 2 ) r (4-F-Ph) 


H 


ft 


1-1375 H 


H 


ft 


Me 


2 


-G0-(Cft 2 > s -(4-Me-Ph) 


H 


H 


1-1376 H 


H 


H 


Me 


2 


-C0-(GH 2 ) s -(4-Et-Ph) 


H 




• 1-1377 H 


H 


H 


Me 


2 


-C0-(CH 2 ) 6 -(4-CF,-Ph) 


H 


H 


1-1378 ft 


H 


H - 


Me 


2 


-C0-(CHj) s -(4-MeO-Ph) 


H 


H 


'• 1-1379 ft ; 


'fl;; 


ft 


Me 


X 


-COf (CHj) B - (4^t0fPH) 


ft 




'•• • 1-1380 H 


H 


H 


Me 


2 ' 


-CO^CCHj) s - (4-MeS-Ph) 


ft 


ft 


1-1381 H 


H 


H 


Me 


2 


-€0- (CHj) 6 - (4-cHx-Ph) 


H 


H • 


1-1382 H 


H 


ft 


Me 


2 


-C0-(CH J ) 6 -(4-Ph-Ph) 

i 

-OHCHjVcHx 


H 


H 


" " ' 1-1383 H 


ft ; 


H 


Me 


2 


H 


H 


i-1384 H 


IT 


H 


Me 


2 


-CO-CGHj^-Ph 


' ft 


H "' ■'• 


1-1385 H :. 
' * 1-1386 H 


ft 

" it ^ 


H 


Me 
Me 


' 2. 
: 2 

'. * * i 


hCX)-(CH2) t -cHx 

^-(Cft^-Ph 


H 
H 


H 

h : '' ' 7 


• ' - •;■ : i-im « ' 




ft" 


'Me 


- V.M? 

2 




ft 




■ ; ' V ' '"' " 'K 1-1388" H 


• fl 


Me 


•Me" 


2 


-CO-tCH^-O-cHx 


fl" 


h ' 


1-1389 Me 


fl 


ft 


Me" 


2 


-CO-^j-O-GHx 


ft 


« 


1-1390 CO^te fl 


fl 


Me 


2 


-<x)-(ay 2 -o-cHx 


ft 


ft 


1-1391 ft 


H • 


ft 


Me 


2* 


-C0-(Cft 2 )jr<H(4-F-cHx) 


fl 


H ' 


i-1392 fl 


ft 


ft 


Me 


2 


-C0-(CH 2 ) 2 -0-(4-Me-cHx) 


H 


ft 


1-1393 fl . 


ft 


fl . 


. Me 


2 


-CO- (^^-O- (4-Et-cftx) 


ft 




• ^IH.394 ft 






Jfe 


2 


i -^(^^ (^HCFs-cHx) 


fl 




1-1395 H 


a 


ft 


Me 


2 


-C0-(a^) 2 -O-(4-MeO-cftx) 


fl 


fl 


7 1-1396 fl 


H 


ft 


Me 


2 




H 




: / 1-1397 fl 


ft 


A 


Me 


2 


-CO- (ay 2 ^ (4-MeS-eHx) 


fl 


fl 



WO 02/06268 



PCT/JP01/05988 



121 



B 

H 

fl 

fl 

H 

H 

H 

B 

fi 

H 

H 

fl. 

B 



B 



B 
fl 
fl 
H 
Me 
B 
F 

'•fl. 



1-1398 H 


fl 


fl 


Me 


2 


-CO- (CHj) 2 -0- (4-cHx-cBx) 


B 


1-1399 H 


H 


H 


Me 


2 


-CO- (C^) 2 -0- (4-Ph-cBx) 


B 


1-1400 H 


B 


fl 


Me 


2 


-CO-Wz-O-Ph 


fl 


1-1401 H 


H 


Me 


Me 


2 


-CO-CCHjJj-O-Ph 


B 


1-1402 Me 


H 


B 


Me 


2 


■=-Cd-((3t> a -0-Pb 


B 


1-1403 COoMe 


H 


H 


Me 


2 


4X)-(aL)«-0-Ph 


B 


; 1-1404 H . 


B 


fl 

T-V'." ' 


Me 


2 


^(CH 2 ) 2 -0-(4-F-Ph) . 


B 


1-1405 fl 


H. 


fl 


Me 


C" 


^ T^XCHa) 2 -Or (4^ePpih>„ . 


. H 


^ * * \ 

X AtcVVJ II 


fi 


fl 


Me 


2 


-CO- (CHj) 2 -0-X4H3t-P h) 


fl 


1-1407 H 


fl 


H 


Me 


2 


-CO- (CH,) 9 -0- (4-CF 3 HPh) 


B 


1-1408 H 


B 


fl 


Me 


2 


-CO- (Cfl.) ,-0- (4-MeO-Ph) 


B 


1-1409 H 

■f. ....... . ■ . ..... 


fi 


. 


Me , 


X. 


-CO- Wa-O- (4-EtO-Ph) . ... 


.ft. 


1-1410 H 


H 


H 


Me . 


.2 


'' -CO-CCBj) 2 -C- (4-MeS-Ph) 


B 


1-1411 H 


II 


,H , 


Me 


2. 


-CO- (4-cIfa-Ph) 


■ B 


1-1412 H 


H 


B 


Me 


2 


\ , 7CO-; (Cflz) 2 H}- (4-Ph-Ph) 


fl 


1-1413 B 


fl 


fi 


Me" 


2 




H 


1-1414 fi 


fl 


H 


Me 


2 


-C6-(a^) 3 -0-cBx 


B 


1-1415 fi 


fl 


H 


Me 


2 


-CO-CC^j-O-cHx 


Me 


1-1416 fl 


fl 


H 


Me 


2 


-CO-^j-O-cHx 


fl 


1-1417 B 


fl 


fl 


Me 


2 


-GO-Ca^j-O-cBx 


F 


1-1418 H 


H 


H 

-11 


Me 


2 


-CO- (Cfl.) .^-O-cHx 


H 


1-1419 fl, 


fl 




Me 






fl 


1-1420 Me 


fl 


H 


Me 


.2 


-co-CaUa-o-cBx 


fi 


1-1421 COjMe B 


fl 


Me 


2 


-fX)-(CB 2 )j-0-cHx 


a 


1-1422 a 


H 


B 


Me 


2 


H)0- (CB,) 3 -0-(3^F-cfix) 


a 


1-1423 fl 


fl 


H 


Me 


2 


-CO- (ay 3 -0- (4-f-cHx) 





fl 



WO 02/06268 



PCT/JP01/05988 



122 



1-1:424 ft 


H 


ft 


Me 


2 


-CO^ (ay 3-O- (4-Cl-cftx) 


ft 


ft 


1-1425 H 


ft 


H 


Me 


2 


-CO- (CHj) 3 -0- (4-Br-cftx) 


ft 


ft 


1-1426 ft 


■ ft 


ft 


Me 


2, 


-CO-(CHi) 3 h0- (3-Me^cHx) 


ft 


ft 


1-1427 ft 


H 


ft 


Me 


2 


-CO-CCHj) 3 -0- (4-Me-cHx) 


ft 


ft 


1-1428 H 


ft 


ft 


Me 


2 


-CO- (CHj) 3-O- (3-Bt-cHx) 


H 


H 


1-1429 H 


ft 


ft 


Me 


2 


-CO-XCHj) j-0- (4-Et-cHx) 


H 


ft 


1-1430 ft 


ft 


ft 


Me 


2 


-CO-Capj-O-O-Pr-cHx) 


ft 


ft 


1-1431 ft 


H 


ft 


Me 


2 


, ^ (Ol 2 )3--0- (4-Pr-&x> : . 


ft 


H 


i-i 430 H 


H 


H 


Me 


2 


-CO- (CH2) 3 -0- (4-iPr-cHx) 


ft 


H 


1-1433 H 


ft 


H 


Me 


2 


-CO- (ay ,-G- (3-Bu-cftx) 


ft 


ft 


1-1434 H 


H 


H 


Me 


2 


-CO- (OQ 3 -0-(4-Bu-cHx) 


H 


ft 


1-1435 ft 


H 


' H 


Me 


2 


"-CO- (CHa) 3-O- (3-CFj-cHx> 


H 


H 


1-1436 ' H 


"H 




Me 


2 


-CO^tcftj) 3-0- (4-CF 3 -^Ix> 


ft : 


. H 


I7I437. H . 


;m 


> 

1 H 


Me, 


'A- 


■ ^ • ■ - ' >. * . ■ ■ 
^-tOprO- (3-MeO-bHx) . 


j; 


H 


















1-1438 ft 


ft 


'"ft 


Me 


2 


" ^CO- (Cfta) 3-O- (4-MeO-cHx) 


' a 


H 


1-1439 ft 


ir 


:. r i. , 
'11 


Me 


-• ? 

2 


' ^-Iciy 3-^(3-EtO-cHx) 


ft 


H 


: 1-1440 H 


ft 




Me 


2 *~ -(^ (CH 2 ) 5 -0-(4-EtO- : cHx) ' 


h 


ft 


. 1-1441 <fl 


ft 


a 


Me 


2 


-C0-{C%) 3-O- (3-PrO-cHx) 


H 


H 


1-1442 H 


ft 


ft 


Ue 


2 


-CO- (ay ,-0-(4-PrO-cftx) 




ft 


1-1443 H 


ft 


H 


Me 


2 


-CO- (CHj) 3 -0-(3-iPrO-cHx) 


H 


ft 


1-1444 ft 


ft 


H 


Me 


2 


-CO- (Cftj) 3-0-(4-iPrO-cHx) 


H 








.ft 


. He 


2 


-CO-(Cfl 2 )3-0-.C3-(2- ; Et-tfrO)cHx3 ft 


H 


Vl446 H 


« 


ft 


■Me' 


2 




ft 


1-1447 H 


• ft 


ft 


He 


2 


^CO- (CH 2 )3-0-(3-iBuO-cHx) 


ft 


« 


1-1448 ft 


ft 


ft 


Me 


2 


-CO- (Ciy s -0- (4-iBuO-cftx) 


H 




1-1449 H 


« 


ft 


Me 


2 


- -<XHa^} 9 ^(3-MeS-cHx) 


H 


ft 



WO 02/06268 



PCT/JPOl/05988 



123 



1-145Q Hi 

1-1451 H 

1-1452 B 

1-1453 H 

1-1454 H 

1-1455 H 

1-1456 H 

1-145? H 

1-1458 H 

1-1459 H 

1-1460 H 

1-1461 H 

'1-1462 H 

1-1463 H 



H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
fl 
. H 
fl 

V: ; 1t1464 -;H - ; ^ fl. 

' ' 1-1465" fl - fl 
• 1-1466 H " ' • H 
1-1467 H B 
1-1468 H & 
1-1469 H fl 
1-1470 H B 
.1-1471 H H 

1-1473 fl H 
1-1474 Me fl 
.1-1475 Oyie H 



H 
H 
B 
H 
H 
H 
H 



Me 
Me 
Me 
Me 
Me 
Me 



2 -CO- (CHa) ,-0-(4-MeS-cBx) fl 

2 -CO-iOQ ,-0- (3-EtS-cHx) H 

2 -CO- (CIQ a -0- (4-EtS-cHx) H 

2 -CO- (CHj) 3 -0- (3-PrS-cHx) H 

2 -OCH (CHj) ,-0- (4-PrS-cflx) H 

2 -CO- (CHj) j-O- (3-iPrS-cBx) H 

2 -CO- (CjQ ,-0- (4-iPrS-cHx) H 



H Me 



H 
H 
B 
H 

' t 
H 

:\ ft 



fl . 
■H 

a 
a 

fl 

^H ; 
Me 
H 

a 



Me 
Me 
Me 
.Me 
Me* 
Me ' 
Me 
' : Me" 
Me" 

Me 

Me 

Me 

Me 

Me 

Me 

•Me 
.Me 

Me 



2 
2 
2 
2 
2 
2 
2 



-CO- (CIp [3- (2£t^RrS)cBx] B 
-CO- (CH 2 ),-0-[4-(2-Et-PrS) cHx] H 
-CO- (Op ,-0-(3-iBuS-cHx) H 
-CO- (CHj) 3 -0- (4-iBuS-cIix) 
-CO-((^) j-0- (3-cHx-cHx) 
^ (dip j-O- (4-cHx-cHx) 



H 

H 

H 

H 

H 

H 

H 

H 

H 

H 

H 

H 

H 



-co- (ciy 3 -o- (3-Ph-cHx) a a 
z '•■ -OT-('eE 2 >3-o-(4-Ph-cHx) '•' a ■■ a 
2 "-eb^^ a a 



2 -CO- (CHj) j-O- (3, 4-diMe-cHx) B fl 

2 -C0-(CH 2 ) s -0-(3,5-dlMe--eax> fl H 

2 -CO-CCH^j-O-Ph H fl 

2 -CO-^j-O-Ph Me H 

2 -CO-^j-OHPh B Me 

2 -CO-C^j-O-Ph F 

2 '^<(^>3^o4h ii 

.2 -CO-^j^-Ph B 

2 -co-CaQj-o-Ph a 4i 

2 -CO-^j-HJ-Ph H a 



a 

F 

a 



WO 02/06268 



PCT/JPO 1/05988 



H 



124 



1-1476 H H H Me 2 -CO-((^) s -0-(3-F-Ph) H H 

1-1477 H ,H H Me 2. -CO- (GEj) ,-0- (4rF-Ph) H H 

1-1478 H H H Me 2 -Cfr-(a^ 3 -0-(4-Cl-Ph) H H 
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^•cjixoio-cao^ ^.^ ; 


H 




1-1671 H 


H ' 


H 


..Me 


2 


-CH(0|)-(CH 2 )3-cHx , 


:. H 


H 


.1-1672 II 


H 


W ■'. 

H 


Me 


2 


. -CH (0H) - (ai) 3 -Ph "" 


fl 


H 


. 1-1673 H 


fl 


ft 


Me 


•2 


-CH(OH)-(eHj5) 4 -cHx 


H . 


fl 


. 1-1674 fl 


fl 


Me 


Me 


2 


-CHCO^-^rcHx 


« 


H 


1-1675 -Me 


H 


ft 


Me 


2 


-CH(0H)^W 4 -cHx 


H 


H 


1-1676 COpe H 


ft 


Me 


.2 


-CHCOlO-CCflj^-cHx 


fl 


ft 


1-1677 il 


« 


ft 


Me 


2 


-CH(OH) -(CHa) r (4-F-cHx) 


H 


H 


/ . . .v . i-1678, H . 


fl 


Me.. 


; 2; 




... H. 




1-1679 fl 


' ft 


ft 


Me 


2 


-€H.<Of0-(CH 2 ) 4 -(4 1 %t-«Hr) 


H 


k 


1-1680 H 


H 


H 


Me 


2 


-CH(0H) - (CHi) 4 - (4-CF 3 -cHx) 


E. 




1-1681 H 


ft 


fl 


Me 


2 


rCH(^-(Cfl 2 ) 4 - (4^e0^Hx) . 


fl 


« 


1-1682 H 


fl 


ft 


Me 


2 


-CH(0H)-(Cfl 2 ) 4 --(4-Et0-clIx) 


H 


H 
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1-1683 H .'• 


H 


H 


Me "" 


2 


-CH(OH) - (CH 2 ) 4 -(4-MeS-cHx) 


H 


H 


1-1684 H 


H 


H 


Me 


2 


-CH(OH) - (Ciy 4 -(4-cHx-cHx) 


fl 


H 


: 1-1685 if. . :- 


H • 


H 


Me 


2 


-CH(OH) - (CH,) 4 -(4-Ph-cHx) 


fl 


H 


1-1686 H 


H 


H 


Me 


2 


-ai(oio-(cig 4 -Ph 


fl 


H 


1-1687 H 


H 


Me 


Me 


2 


-CH(0H)-(Oy 4 -Ph 


H 


H 


1-1688 Me 


H 


H 


Me 


2 


-CH (OH) - (CHj) 4 -Ph 


H 


H 


1-168? C0 2 Me H 


fl 


Me 


2 ; 


-CH(0H)-(ay 4 -Ph 


H 


H • t .. . . V - ... 


., _ .lHj.69Q_.H^ ... 


J 1 -- 


3... 


./Me.. . 


X- 


..tCHIQH) - (CHj) 4 .-(4dPrPb) ........ 


H 




1-1691 H 


H 


H 


Me 


2 


^CH(QH)- (CH,) 4 - (4-MeHPh) 


H 


fl 


1-1692 H 




fl 


Me 


2 


-CH(pH) - (Cflj) 4 -(4-Et-Ph) 


H 


H . 


1-1693 H 


H 


H 


Me 


2 


-CH (OH) - (CE,) 4 - (4-CF 3 -Ph) 


H 


H 


■ ' ■ " Zl-1694 H . 


H 




Me 


2 


-CH (OH) ~ (CHj) 4 - (4-Me0-Ph) 


H 


t. * 

H 
















1-1695 H 




H . 


Me . 


2' 


-ch (oh) - (ay C (4-Etb-Ph) 


H , 


H 


;i-1696 H 


H 


H 


.Me 


2 


-CH(OH) -(ay 4 -(4-MeS-Ph) 


H . 


H 


1-1697 11 
". 1-1698 H ."' 


H 


fl 


Me . 


2 


-CH(pH) - (Cig 4 - (4-cHx-Ph) 


H 


H 


:-V;: i.-^Vi 
fl 


fl 


" ''' Me 


2 


' -aV(6H) - (ay 4 -(4-pir-Ph) 


H 


H 


1-1699 H 


H 


H 


Me 


2 


-CH(0H)-(CH 2 ) s -cIIx 


H 


H 


1-1700 H 


H 


Me 


Me 


2 


-^^-(Cfljij-cflx 


H 


H 


. 1-1701 Me 


H 


fl 


Me 


2 


-OKOIO-^s-cHk 


H 


■ .fl. .; 


1^1702 C0 2 M© H 


H 


Me 


2 




H 


•' H 


1-1703 H 


H 


H 


. ,Me 


2 


-OKOHMCHj) s - (4-F-cflx) 


H 


. H ;\ 


1-1704 a 


H 


H. 


Me 




, ; -CH.(OI.D-(ay 5 -(47Me-cHx) ^ 


H 


.. . - ■ r ■ ? *. 


1-1705 H : 


fl 


a 


Me 


2 


-CH (Ofl) - (ay 5 - (4-£t-cHx) . 


H. 


H 


1-1706 H 


H 


H 


Me 


2 


-ai(OH)-(CH ? ) s -(4-CP 3 -cHx) 


H 


H 


i-1707 fl 


H 


a 


Me 


2. 


-CHCOlO-CCHj) s -(4iteO-ctk) 


H 


H • " 


1-1708 H 


H 


H 


Me 


2 


-CH(OH) -(CEO s -(4-BtO-cHx) 


H 


a • 
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' 1-1761 h; 


H 


H 


Et 


2 


-(CH^-cft* 


K 


It 


1-1762 H 


H 


H 


Et 


2 


-(CH^-Ph • 


H 


H 


1-1763 H 


H 


H 


Et 


2 


-(^s-cPn 


ft 


II 


1-1764 ft 


H 


H 


Et 


2 


-(^s-cHx 


ft 


B 


1-1765 H 


ft 


H 


Et 


2 


-(ays-cHx 


Me 


H 


1-1766 H 


ft 


. H : 


Et 


2 


-(OQ s -cHx 


H 


Me 


.-' : ,1-1767 H . 


H 


H . 


^ Et 


2 


,-(qQ s -eftx 




H 


J.... ...1. .-1-1768 ft 




H .. 


. .Et,,. 




.r^s-eBx......,- - *". 


, ft 


. R.. 


1-1769 H 




Me 


Et 


2 


-Ws-cHx ;'; 


ft 


ft 


. 1-1770 Me 


ft 


H 


. %. 


2 


-(C^^-cHx. 


H 


ft 


1-1771 C0 2 Me H 


H 


Et 


2 


-(ag s -cHx 


H 


H 


; r - : : 1-1772 H 






Et 






Sii. 


;". . " . . ' . " 1-1773 ft . 




~ • ft 


' Et 


2 n 


.-(^-(4^1-cHx)^;: . 


• - H. 


, H, 


„ fc , ,1-1774 H 


II 


H 


. Et. 


. 2 > ^;-(Oi;)^(4^r-cHx). J , 


' .H 


H, 


" 1-1775 H 


ft 


H 


Et 


•2; 


-(Cl4) s -(4 : Me-cHx) < . . 


. H 


H. 


... ...... .. . .. —-yg H 


n : 


-V. • . r 

ft 


•."fit" 


2 


-(ai z ) B -(4-Et-cHx)' 


. h 


H 


1-1777 ft 


ft 


ft 


Et 


2 


' -(CH 2 ) 6 -(4-Pr-cHx> 


H 


H 


1-1778 ft 


H 


H 


Et 


2 


-CCH^^-iPr-cHx) 


ft 


H 


1-1779 ft 


ft 


ft 


Et 


2 


,-(CH i ) s -(4-CF d -cHx) 




•ft. 


1-1780 H 


ft 


H 


Et 


2 


-(CH 2 )g-(4-MeO-cHx) 


H 


ft 


. 1-1781 ft 


H 


H 


Et 


2 


-(CH 2 ) s -(4-EtO-cHx) 


ft 


ft 


V ... .; ; ; Atl782:: H 






jEt 


.2. 






.ft 


1-1783 ft 


H 


H 


Et 


2 


^<^)s-(4-lPrO-cHx) 


» 

H 


ft 


1H784 ft 


H 


ft 


Et 


2 


. -(^s-O^eS-cHx) 


ft 


ft 


.1-1785 H; 


fl 


H 


Et 


2 


-<Clp s -(4-MeS-cHx) 


• H 


ft 


1-1786 II 


H 


ft 


Et 


2 


-(CH 2 ) s -(2 i 4-diMe-cHx) 


H 


ft 
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1-1787 H 


H 


H 


Et 


2 


-(^s-O.i-diMe-cHx) 


fl 


H 


1-1788 H 


H 


H 


Et 


2 


- (CHj) 5 - (3, 5-diMe-cHx) 


H 


fl.' 


1-1789 H 


. ft 


ft 


Et . 


2 


-(CH^-Ph 


H 


ft 


1-1790 H 


H 


H 


Et 


2 


-(Cfl^-Ph 


Me 


H 


1-1791 H 


H 


H 


Et 


2 


-(^g-Ph 


fl 


Me 


1-1792 H 


H 


H 


Et 


2 


-(ag s -Ph 


F 


H 


1-1793 H 


fl 


H . 


Et. 


2 , 


"Ws-Pb . ..... 


K 


F 


1-1794 . K .' v 


.. If : 


Ale. 


. Et.... 


JS 


-cc^y^Ph .. 


H 


fl 


1-1795 Me 


H 


H 


Et 


2 




fl 


H 


1 7 1796,. C0 2 Me H 


sl. 


Et 


.2 , 




. H 


H . 


1-1797 H 


H 


fl 


Et 


2 


-(Cfl^-a-F-Ph) 


H 


•H 


















1-179.9 H , 


h .. 


fl 


, Et... 


. .2 . 


fr -5^yi(4-Br^h). 


- , H 


H . ... !; 


1-1800 ft, ,'. 

-. /< •' ' • • ' - 






..Bt 


,2 




II 


H , 


1-1801. H 


H 


h' 


Et 


2 


.-<^)«-X4-Et-Ph) . . ... 


ft 


H 


1-1802 H 


• H 


H 


Et 


2 


~<m*H**Tjti '- "' r 


ft 


H 


1-1803 ft. 


fl 


fl 


Bt 


2 


-(CH^-^-iPr-Ph) 


H 


H 


1-1804 H 


H 


H 


Et 


2 


-(ag s -(4-Bu-Ph) 


H 


H 


1-1805 H 


' "H 


fl 


Bt 


2 


-(eflj) s -(4-€F s HPh) 


H 


fl 


1-1806 H 


H 


H 


Et 


2 


-(CH 2 ) s -(4-MeO-Ph) . 


H . 


fl 


1-1807 H 


H 


H 


Et 


2 


-(Cfl 2 )«-(4-Et0-Ph) 


H 


fl 


i-1808 . H ... 


H 

v -• •• 


.. .fl. 




... ..2 V 


* * 






1-1809 H 


H 


fl 


Et 


2 


-(ay 6 -(4-iPrO-Ph) " 


H 


;H . 


1-1810 H 


H> 




Et 


2 


-(ays-O-ifoS-ph) 


ft 


H 


1-1811 H 




. a 


Et 


2 


; -((%) 5 -t4--MeS-fh) 


fl 


H 


1-1812 H 


H 


fl 


€t 


2 


-(^s-C^^-diMe-Ph) 


• H 


H 



\*Q02/0626* 



PCT/JP01/0598S 



137 



1-1813 H 


H 


H 


Et . 


2 


-(CH 2 ) 6 -(3,4-diMe-Ph) 


H 


ft 


1-1814 H 


ft 


H 


Et 


2 


-Ws-CS.S-diMe-Ph) 


ft 


ft 


1-1815 H * 


H 


H 


Et 


2 


-(CH,>ii-cPn; 


H 


ft 


1-1816 H 


H 


H 


Et 


2 


-(Cft,) 6 -clk 


H 


fl 


1-1817 ■ H 


H 


H 


Et 


2 


-(ai 2 ) 6 -cHx ' 


Me 


H 


1-1818 H 


H 


H 


Et 


2 


-(CHjVcHx 


ft 


Me 


1-1819 H 


H 


H 




2 


-(O0 6 -cHx . 


F 


ft 


1-1820 h 


X 




Et 






.... H 




1-1821 ft 


H' 


Me 


Et 


2 


-(CH^-cHx 


H 


ft 


1-1822 Me 


H 


H 

. t« - • 


Et 


2 


-(CH^e-cHx . . • 


H 


H • 


1-1823 COiMe 


H 


H 


Et 


2 


-(GKjh-cHx 


H 


H 


1-1824 H 


H 

4} » % 


" H 


Et. 


2 -(a5. 6 -(4- : F-cHx) 


H 


H • 
H jr 


1-1825 H 


ft H 


Et . 




2 


-(qiJ) 6 -(4-Cl-cHx) 




1-1826 H 


H 


.. H 


Et 


2 


-<ai ! ) 6 -(4-Br-cIk) ; 


H 




1-1827 H 


H 


H 

ft.:- , 


Et 


2 


;-<CH2) 6 -(4-Me-cHx) ' 


ft 


H 


1-1828 H ' 


"H ' 


; -.f-s 
~~ H 


''"-''fit' 


.2" 


. - (^ 6 -(4-Et-cHxr 


ft 




1-1829 H ' 


H 


. . H 


Et 


2 


-(CH 2 ) 6 -(4-Pr-cHx) 


H 


H 


1-1830 fl 


H 


ft 


Et 


2 


-(Cft,) 6 -(4-iPr-cHx) 


H 


ft 


1-1831 H 


fl 


ft 


Et 


2 


-<Ofe)«-(4-Bu-eHx) 


H 


ft • 


1-1832 if 


H 


H 


Et 


2. 


-(ai 2 ) 6 -(4-CF 3 -cHx) 


fl ' 


H 


1-1833 H 


H 


fl 


Et 


2 


-(CH 2 ) 6 -(4-MeO-cHx) 


H 


H 


1-1834 fl . 


H 


ft 


,Et 


2 


-(aQ 6 -(4-Et0HcHx) 


ft , 




1-1835 H • 


/I 


a 


Et 


'2 


-(^) 6 -<4HPrO-cHx) 


fl 


H •'• 


1-1836 H 


ft 


H 


Et 


2 


-(aO c -<4HPrO-cHx) 


ft 


H 


.1-1837 ft 


ft 


H 


Et 


2 


KCH^tt-MeS-cftx} 


ft 


•H v ■ " . : ' 


1-1838 ft 


ft 


ft 


Et 


2 


-(CH 2 ) 6 -(4^eS-cHx) 


fl 


H . 
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1-1839 


B 


H • 




>Et- 


% 


-(CH2) 6 -(2, 4-diMe-eHx) 


H 


a 


1-1840 


H 


H 


a 


Et 


2 


-(ay 6 -(3,4-diMe-cHx) 


B 


a 


1-1841 


H 


H 


H 


Et 


2 


-W 6 -(3,5-diMe-cIIx) 


H 


B 


1-1842 


H 


B 


H 


Et 


2 


-(CB^-Ph 


B 


b 


1-1843 


H 


H 


h; 


Et 


2 


-(CH^-Ph 


Me 


a 


1-1844 


H 


B 


B 


Et 


2 


-(CH^e-Ph 


• H 


Me 


1-1845 

••' . " • - : • , . ■"• i fy- . 


H 


B 


;B 


Et 


2 


-(ca,) 5 -ph ."■ 


F 


B 


: . ^ : ';i-^846 


a, : 


H 


it 


Et 


.2.. 




• X 


F , 


1-1847 


E 


H 




Et 


2 


-(ciy 5 -Ph 


H 


a 


1-1848 




H 


H 


Et 


2 


.-(c^)j-Ph - : 


B 


a 


' 1-1849 


C0 2 Me H 


H 


fit 


2 


-(OOe-Ph 


B 


H 


.''.-.» / ' 1-1850 
" "i-1851 


H 


H : ' 


H 


" Et 


2 


' -((^)t-(4-F-Ph) 


B v 


B 


H 


' II 


•if " 


""fit" 


2 " 


-(ai 2 ) r (4-ci-Ph) 




B 

. .. A 


/ 1-1852 


H 


H 


H 


Et 


2 


, -(C^) ^(4-Br-Ph) : 


H 




.1-1853 


H 


B 


H 


Et 


2 


-(CI^);-(4-Me-Ph) 


B 


B 






... g 


a 


'•<! -U -i - 

Et 


"?" 


-(CHj^^-Et^Ph) 


B 


B " 


1-1855' 


B 


H 


a 


Et 


2 


-(d4) 6 -(4-Pr-Ph) 


B 


a 


-JL iUuU 


H 


tf 


w 
n 


ut 


2 


( 

-<C^) 6 -(4-iPiHPli) . 


fl 


a 


1-1857 


fl 


-« 


a 


Et 


2 


-(a^) 6 -(4-Bu-ph) 


fl 


a 


1-1858 


B 


H 


a 


Et 


2 




fl 


a 


1-1859 


B 


H 


a 


Et 


2 


-We-MeO-Ph) 


B 


a 


1-1860 


a 


a 


a 


Et ; 


3 . 


-(^-MtO-Ph) . 




a , 


. 1-1861 


a 


H 


a 


Et 


2 


-(C%) 6 -(4-Pr0-Ph) 


« . 


a 


1-1862 


« 


a 


a 


at 


2 


-(Ca 2 ) 6 -(4-iPrO-Ph) 


B 


a 


' 1-1863 


H 


a 


a 


Et 


2 




H 


a . 


1-1864 


H 


a 


a 


et 


2 




a 


a. 



WO 02/0626* 



PCT/JP01/05983 



139 



1-1865 


H 


H 


H 


Et 


2 


- (CHj) <T (2, 4-diMe-Ph) 


H 


H 


1-1866 


H 


H 


fl 


Et 


2 


- (C^) 6 - (3, 4-diMe-Ph) 


H 


H 


1-1867 


H *: 


• fl 


H 


Et 


2 


~ (CH2>6- (3> 5-diMe-Ph) 


H , 


H 


1—1868 


Tr 

H 


H 


H 


Et 


2 




H 


H 


1— 1869 


ii 
H 


TT 

H 


TT 

H 


Bt 


2 


-(CHa) 7 -Ph 


H 


H 


1-1870 


H 


H 


H 


Et 


2 


7^H[=CH-eHx 


H 


H 


1-1871 


H 


H 


H 


Et 


2 


-CH=CH-Ph 


H 




^.1-1872 


fl. .. 


fl ' 




.. St . 


2. 


-CM=CHt (CHg) ; _ . 


,-. H 


H 


1-1873 


H 


H 


Me 


Et 


2 


-OT-CH-(CKj) 3 -cHx 


H 


H 


1-1874 


■Me 


H 


H 


Et 


2 


-qH==GK- (CfQ 3 -oHx 


H t . 


H 


1-1875 


C0 2 Me H 


H 


Et 


2 


-CH=CH- (CH,) 3 ~cHx 


H 


H 


t 1- O 7C 

1~ lo/b 


H 


H 


- ' Kr ■ 
TI 

. H . 


Et 


2 


,. - .. . f^j,- - - . • , -J . 

/IT I • /TT T f rxt T \ nl 

. -CH==CH^ (CIL)3-Ph 






1—1877 




H 


Me 

• . • - - 


Et 


:2 

v - »- 




;h . 


H 


•1 1 OT-Q 


Me 


H 


fl 


Et 

• ** v * - 


2 


rffl=^7(%) 3 HPh^. . ..... . ... 


H 




.1 lo/y 


C0 2 Me fl 


•u 

n 


I? 4- 

bt 


ri 

Z 


-ffl=<)H- (CHj) 3 -Ph 


H 


IT ' 

H 


i—i fifth 

1.- lOOAJ 


H 


» 


M 








TJ 


IS 

n 


f-i ■ • .- . *, 

1-1881 


h 


H 




Rt 
c u 


o, 

& 




H 
n 


w 


4—1882 

JL JLUU6 


Me 


H 


n 


lib 


9 




n- 


H 


1-1883 


COjMe H 


•n 










• IT 


1-1884 


H 


H 


n . 




o 

£* 






n 


1-1885 


H . 


H 


me 






-l/nH/tl— \L*?2; ^-rn 


u 

H 


■ TT 
fl 


, ;1-1886 




H 


ft 


fit . 


2 








. .1-1887" e^.H* 


H 


Et 


2 








1-1888 


fl 


fl 


: H 


St 


2 




fl 


H 


1-1889 


fl 


fl 


H 


Et 


2 


-CH^-CHaO-Ph 


fl 


H 


1-1890 


fl 


a 


fl 


Et 


2 









.... - ' ^v^"'. 
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1-1891 


H 


H 


H 


Et 


2 


-Ctt-CfKOyaO-Ph 


H 


h' 


1-1892 


H 


H 


H 


Et 


• 2 


-C=C-eflj-cHx 


K 


H 


1-1893 


H 


H 


Me. 


Et 


2 


-CsC-O^-cHx 


H 


H 


1-1894 


Me 


H 


fl. 


Et 


2 


-C=C-CH2-cHx 


H 


H 


1-1895 


COjMe H 


H 


Bt 


2 


•-CsC-GHj-cHx 


H 


H 


1-1896 


H 


tt 


H 


Et 


2 


-C^C^CHa-Ph 


H 


H 


1-1897 


tt 


H 


; lie 


Et 




H 


H 


1-1898 Me 


H 


It fl . 


JEt 


.2 , 


. HC=iHBj-ph . , 


. H 


H ' 


1-1899 


COjMe 


H 


;V . . . 

H 


Et 


2 


- i C=C-CH 2 -Ph 


H 


H 




ft 


H 


H 


Et 


o 


-€ == C- Cu^) 2 ~cHx 


H . 


H 


1 —1 Qfit 

i iyui 


fl 


A 


Me 


Et 


I 


/~< — — r* /oo \ _TF_ 

-0=0- (.OHjJj-cttx 


H 


H 


1—1 Q09 


Me 


H 


H 

lV» : •%!.-..•* 


Et 


O * 

• ■■■ -v-s 


^ =0— v,OrU ; ,— cnx 




..ft . 


V— 1Qf>3 

11 - ■"■ ■* -*.-.* 


COjMe H 


V 


"Et 




«r.^ . .. -.•..v..y-. >''.': .»-..."... • . 

— r== p— frit \ _/>u» 
y — :y \y*y 2 c ^ 


H 


H 


1-1904 


H 


H 


' H 


; Et 


' o 

<& 




H 


H 


1-1905 


H*" 


H 


Me 


Et 


.2 


-c^g-ca^jj-Ph 


H 


fl 


.1-1906 


Me." 


H 


V H 


"Et; 


?2 " 


;;^sc-(<^)" f HPh.' 


fl 


tt "' 
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1-2099 Me H H Et 2 -CO-CCH^-cHx H .H 

1-2L00 COjMe H H Et 2 -OHCH^-cHx H" H 

1-2101 H H H Et 2 -CO-(CH 2 ) 4 -Ph H H 

1-2102 H II Me Et 2 -CO- (CHa) <-Ph H H 

1-2103 Me H H Et 2 -OKCH^-Ph H H 

1-2104 COjMe H H Et 2 -<XKCHj> 4 -Ph H H 

1-2105 H H H Bt . 2 , -CO- (CHj) s ~cHx . ^ H H 

0M: h ; w /«'^ ? ifer!r»t-'.- 2/.^^w^cik, . . . . H,.,. h 

1-2107 Me H tt Et 2 -CO-C^j-cHx H H 

1-2108 CO^e H H Et 2 . -CO-CC^s-cHx H H 

1-2109 H H H Et 2 -CO- (CHj) S -Ph H H 

1-2111 Me H H Et 2 ^-CO-^g S -PK . H II 

1-2112 COjMe H H Et 2 ^O-^^sjPh , H H 

! * 1-2113 H H /H Et 2 ^^(dH)-(CH ? ) 4 -cHx H H 

l-2li4 - M. " ' « "Me fit 2 ' ^(^'-(C^y.-cHx ' H H 



1-2115 Me " H H Et 2 -CH(OH) -(CHj) 4 -tcKx H H 

1-2116 COjMe H H Et 2 -<S(0H)-(a^> 4 -cHx H H 

1-2117 H '.-.«. H Et 2 -CH(0H)-(eHi) 4 -Ph H ft 

1-2118 H H Me Et 2 -OTfoHMCfl^-Ph H H 

•1-2119 Me' fl H Et 2 -CH(0H)-(CH3) t -Ph . H H 

;_ i-212p;JC^;fl : ^H;... |t.., .2. .^.(OH).-^)^ ^ .., . . . -ft..., H. 

1-2121 H H H Et 2 -CHCOlO-Cags-cIix : H H 

1-2122 fl H Me. Et , 2. -CH(0H)-(CH2) s -cHx ft H 

. 1-2123 Me H fl Et 2 -<B(0H)-(C^} s -cHx- H H 

1-2124 CO^Me H- H fit 2 -CH(OIi)-(Ciy s -x;Hx . H H 
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.l-.'-j ' - . :•; ■•i-'-i.'" ..• -V* v. ■. ■'. .. • 

1-2244 H H fl Me 2 -C= C- (CIQ 2 - (3, 5-diCl-Ph) H H 

1-2245 H . H « Me 2 -C== C- (dl,) 2 - (3rMe-Ph) H H 

1-2245 H ft H Me 2 -C^C- (CH,) 2 - (3, 4-diMe-Ph) ft ft 

1-2247 M H ft Me 2 -CSC-CG^VCS, 5-diMe-Ph) H ft 

1-2248 H H fl Me 2 -C=C- (CH^-O-CFj-Ph) H M 

,1-2249 ft H ft Me 2 -C^C-CCH^-ft, 4-diCF 3 -Ph) ft fl 

. i-2250 : ft ^.4 ,H ^ :'H , , Me; . . .^_ v ^^<G^r^^^E%Heb>: .ft. , ; . 

1-2251 H ; II fl Me 2 -C=C- (ay^-ft-MeO-Ph) - ft H 

1-2252 H fl fl Me 2 , -CsC-CCB,)^^, 4ndlMeO-Ph) fl H 

1-2253 fl fl fl Me 2 -CsC-((^) 2 -<3, 5-diMe(H»h) H - H 
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2 


-C=C^H0^(3, 4-diMe-Ph) 


ft 


ft 


.1-2279 


. fl 


H 


H 


• Me 


2 


-CsC-CH 2 H)-(3, 5-dlMe-Ph> 


H 


ft 


1-2280 




If 


ft 


Me 


2 


-C=C-Ca,-0-(3-CF,TPh) 


« 


H 
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1-2281 H 


H 


H 


Me 


2 


-C^C-CH^O-^, 4-diCF. r Ph) 


H 


H 


1-2282 H 


H 


H 


Me . 


2 


-C^C-CHi-O-CS, 5-diCF 3 -Ph) 


H 


H 


1-2283 H 


H 


H 


Me 


2 


-C= C-CHj-0- (3-MeO-Ph) 


H 


H 


1-2284 H 


- H 


H 


Me 


2 


-C^C-CIV-O-te, 4-diMeO-Ph) 


H 


H 


1-2285 H 


H 


H 


Me 


2 


-CsC-CHj-O-O, 5-diMeOHPh) 


H 


H 


1-2286 H 


H 


H 


Me 


2 


-€=C-C^-0-(3, 4, 5-triMeO-Ph) 


H 


H 


1-2287 H 


H . 


H 


Me 


2. 


;< HC=C-C^-0- (3-Ac7Ph) 


H 


H 


,.1-2288 ; k 




;. h 


.Me/. 




rrepCrCHj-OrC^Aq^h) 


H 


..fl" 


1-2289 H 


fl 


H 


Me 


2 


;-C=C-CH 4 -0-(4-C0 2 H-Ph) 


H 


H 


1-2290 H 


H 


fl 


Me 


2 


-C=C-(Cfl 2 ) a -q-(3,4-diF-Ph) 


H 


H 


1-2291 H 


H 


H 


Me 


2 


-C^C-CC^j-O-CS, 5-diF-Ph) 


H 


H 


1-2292 H 




^' H 


Me 

": .-* 




H 


H.. 


















1-2293 H 




„..^,,. 


Me 




t -€=C- ((%) j-0-(3, 4-dj.Cl-Ph) 


H 




1-2294 H 


H 


H • 


Me 


'2 ' 


["-CSC- (CH^-O- (3, 5-diCl-Ph) 


fl 


...fl 


1-2295 H 


H 


' fl 


Me. 


. .... . 


-1 -C = C- (CHj) 2 -0- (3, 4-diCF 3 -Ph) 


fl 


H 

- i 


1-2296 fl 


H 


"fl' 


"'■ Me ' 


. 2 


-CSC- (CH2) 2 -0- (3, 5-diCF s -Ph) 




h' 


1-2297 H 


H 




Me 


2 


-C^C-CCI^) 2 -0- (3, 4-diMeO-Ph) 


fl 


H 


1-2298 H 


fl 


a 


Me 


2 


*C=C- (CH,) 2 -0-.(3, 5-dlMeO-Ph) 


K 


fl 


1-2299 H 


a 


H 


Me 


2 


-C=C-(Cfl2> 2 -0-(3, 4, 5-triMeO-Pb) 


H H 


1-2300 H 


H 


H 


'Me 


2 


-C=C-(ay 2 -0-(3-Ac-Ph) 


fl 


ft 


1-2301 H 


fl 


fl 


Me 


2 


-C=C-(ai 2 ) 2 -0-(4-Ac-Pli) 


fl 


H 


1-2302- jH. 


-.; fl 


..fl 


.Me 


.2 








.1-2303 fl 


fl. 


H 


.Me 


2 


-co-C^^-^-Ph) 


.fl 


H 


1-2304 H 


H 


fl 


Me 


2 


' -C0-(CH 2 ) 3 -('3,4-diF-Ph) 


fl 


H 


1-2305 fl 




i* 


Me . 


2 


-CO- (CH,) 8 - (3, 5-diF-Ph) 


fl 


H 


.1-2306 H 


fl 


fl 


Me 


2 


>C(H(a4) 3 -(3-Cl-Ph) 


fl 


H 
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1-2307 H H H Me 2 -OMCH^-H-Cl-Ph) 5 H H 

1-2308 H H H Me 2 -CO- (City 3 - (.3, 4-diCl-Ph) H H 

1-2309 H • H H Me 2 -CO- (CH,) 3 - (3, 5-diCl-Ph) H H 

1-2310 H H H Me 2 -CO- (City 3 - (3-Me-Ph) H H 

1-2311 H H H Me 2 -C0-(Ciy 3 -(4-Me-Ph) H H 

1-2312 H H H • Me 2 -CO-(CH 2 ) 3 -(3, 4-diMe-Ph) H H 

1-2313 R H H Me 2 -CO- (CHj) 3 - (3, 5-diMe-Ph) H H 

h v 'l;ft.;' c :,X..'" J*?I \? j;.^'<(^-i%i#^' : • ..." H. ..' H. 

1-2315 H, H H Me 2 -C0-(CH 2 ) 3 -(4-Et-Ph) H H 

1-2316 fi H H Me 2 -^(CHj) 3 - (3-CF 3 -Ph) H H 

1-2317 H H H Me 2 -C0-(CH ! > 3 -(4-CF 3 -Ph) H H 



1-2318 : fi fi r *H Me 2 ^fCiy 3 ~(3.4-diCP 3 -Ph> H ft 

'^l-23if 'ff :.".V^ff ^Et V Mt" ^.^^)^C&^d|^-Ph) v h 

' 1-2320 fi " H 'H Me 2 -C0-(by j-O^leO-Ph) H "ft . 

1-2321 ft •'"•'"fi fi Me t" ' '^'(^^-(^ed^ H fi. 

1 1-2322 H H 'H Me 2 -CO- (CE^) 3 - (3, 4-diMeO-Ph) H ft 

•i-2323 H H H Me 2 -CO- (City 3 - (3, 5-diMeQ-Ph) H H 

1-2324 ft H H Me 2 -CO-CCH^) 3 ~ (3, 4> 5-triMeO-Ph) H fl 

1-2325 it H " fi Me. 2 ^((^>j C {4^eSrP©: ft H 

1-2326 H fi fi Me 2 -C0-(C^) 3 -(3-Ac-Ph) fl H 

1-2327 H' ft H Me 2 -C0-(CH 2 ) 3 -(4-Ae-Ph) ft H 

1-2328 fl . ft ft Me 2 -OH<C^) 4 -(3^-Ph) . . ft . H 

. 1-2329. ft" ''.fl il Me 2 ^^> 4 -(3,4--diF-Ph) ft H 

1-2330 fi H H Me 2 -CO-XCflj) 4 -(3, 5-diF-Ph) H ft 

1-2331 fl ; H ft Me 2 . -C0-(C^) 4 -(3-Cl-Ph) ft .ft 

1-2332 fl fi fi Me 2 -CO- (CHj) 4 - (4-Cl-Ph) . fl fi 
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1-2333 H 


H 


H 


Me 


2 


-CO- (CHz) 4 - (3, 4-diCl-Ph) 


H 


H 


1-2334 H 


H 


H 


Me 


2. 


-CO- (CH,) 4 - (3, 5-diCl-Ph) 


H 


H 


1-2335 H 


H 


H 


Me 


2 


-CO- (CHj) 4 - (3-Me-Ph) 


H 


H 


1-2336 H 


H 


H 


Me 


2 


-CCHOQ 4 - (3, 4-diMeHPh) 


H 


H 


1-2337 H 


H 


H 


Me 


2 


-CO- (CK^ 4 - (3, 5-diMe-Ph) * 


H 


H 


1-2338 H 


H 


H 


Me 


2 


-CO-CO^-tf-CFj-Ph) 


H 


H 


' 1-2339 H 


H 


H 


Me 


.2 


-CO-^^- (3, 4-diCFj-Ph) 


H 


H 


^ 1^2340 H 


H 


■H ' 


...Mel, 


. 2j 


^^P-(^*- (3; 5-diCF3 r Ph) 


H 




1-2341 H • 


H 


ft 


Me 


2 


-CO- (CHj) t - (3-MeO-Ph) 


H 


H 


1-2342 H 

• . »*"«; • 


H 


H 


Me 


2 


<0- (CHj) \- (3, 4-diMeO-f h) 


H 


H 


1-2343 H 


H 


H 


Me 


2 


-CO- (dflz) 4 - (3, 5-diMeO-Ph) 


H 


H 


,1-2344 H 


H 


H 

-*::«£•..■ 


Me 


? 


-KXHCHJ.-0, 4> 5-triMeO-Pli) 




H 


1-2345 H v ... 


H 


H 


Me 


2 


-CO- (Cfi) 4 - (3-Ac-Ph) 


H 


H 


1— Zo.4o n 


H 


f f 

H 


Me 


2 


HOT- (GHg) 4 - (4-Ac-Ph) ^ 


H 


H 


l La*±i ri 


li 


LI 

n 


Me 


2 


-CH (Of0 - (CHg) 3 - (3-F-Ph) 


H 


H 


1— 9**XQ 

1 zo*to n. 


*'w 
n 


• ' • »;<>•*. ' 
XI 

11 


Me 


Z 


-CH C0H>- (Ctl^Js- (4-F-Ph) 


H 


H\ 


j. zo^fcy n . 


ti 


u 


Me 


n 

z 


-Oi (OH) - (CHj) 3 - (3, 4^diFHPh) 


H 


H 


.1 ZpOU n 


u 
n 


■ LI • 


Me 


2 


-CH (OH) (C^) 3 - (3, 5-diF-Ph)/ 


H 


fl 


1-23 SI IT 


-n 


.11 


«ie 


«?■ 


— /Ti/AiA' /rti ^■ /a nt nu\ 

-l/H WHJ vUljl Vo-Cl-rh) 


- TI 

ft 


' *T - 

H 




H 

. ii 


n 


me 


Z 




ti 
n 


fl 


1^2353 H 


H 


n 


irie 


Z. 




. tr 


H 


. 1-2354. .H 


.•*>$> 


... fl 


■ && 


.2 




.A 


fl .,, 


,1-2355 H 


H 






2 


-<3T(0H) -(CH2) 3 -<3-Me-Ph) 


H 


A 


1-2356 H 


H 


« 


: Me 


2 


-ai(0l0-(ai 2 )3-(4-Me-Ph) 


H 


H 


1-2357 H 






,«e 


2 


-CH(0H) -(CSjj) s -;(3, 4-diMeHPh) 


H 


vfl 


.1-2358 fl 


H 


a.. 


Me 


2 


-CH(0H)-(C^) 3 -<3,5-diMerfh) 


fl 





WO 02/0«68 



PCT/JP01/05988 



158 



1-2359 H H H Me 2 -CH (OH) - (CHj) 3 - (3-Et-Ph) H H 

1-2360 H H H Me 2 -CH(0H)-(qQ,-(4HBt-Ph) H H 

1-2361 H H H Me 2 -CH(OH)-(CH 2 ),-(3-CF s -Ph) ft H 

1--2362 H H H Me 2 -CH(0H)-(CH 2 ) 3 -(4-CF 3 -Ph) . H H 

1-2363 H 11 H Me 2 -<R(.Olt)-(.Oi l ) 3 -(3, 4-diCF 3 -Ph) H H 

1-2364 H H H Me 2 -CH(0H)-(Op 3 -(3, 5-diCF 3 -Ph) H H 

. .1-2365 H H .... H *Me 2 -CHCOto-Ce^-CS^eO-ph) .• H. H. 

J. 1-2366. . A .. . . ft r_H\^_Me./..^ & H 

1-2367 H H H Me 2 -CH^II)-^),-^, 4-diMeO-Ph) H H 

^ 1-2368 H . ft ^ ft. Me . 2 ...... -CH^-(^) 3 -(3, 5-diMeO-Ph) ft H 

1-2369 ft H H Me 2 -CH(0H>-(CH 2 ) 3 -(3, 4, 5-triMeO-Ph) H H 

ft /. H 



. 1-2370 ft. .ft... ft ....Me...; .2 T^XOiO-^^-C^fS-Ph) ... 

* 1^2371 'ft ^ H^H v " Me C^^rWi^Qi4fiH?b)." . 

1-2372 ft H t ft . Me 2 1 -CftCQH) - (OQ 3 - (4-Ag-Ph) H H 

1-2373 H "'* k; ^ H Me . 2 ." -(^ (OH) - ((%) t - (3-F-Ph) H .ft. 

1-2374 II " H H Me . 2 -ai(0II)-(CIi 2 ) i -(3 J ^-diF-I'h) H ft 

1-2375 H ft 11 Me 2 '^H(0H) - (ClQ 4 -(3, 5-diP-Ph) H H 

1-2376 ft H H Me 2 -ai(0l0 -(^^-(S-Cl-Ph) %Z~M 

1-2377 ft H ft Me 2 ^CH(0H>-(<a^) 4 -(4-<:i-Ph) ft H 

1-2378 H H H Me 2 -CH(0H)-(CH 2 ) t -(3, 4^-diCl^Ph) ft ft 

1-2379 ft H ft Me 2 -CH(0H)-(C^) 4 -(3, 5-diGl-Ph) H H 

1-2380 H : «;.:. Y ft..,.. Me. .2 ^ x ^fl»ftr(^).^^Hfar*ll>;' -. » « 

1-2381' H ft ft Me 2 ^(0H)-(C^) 4 -(3;4-diMe^PH) ft ft 

1-2382 ft H ft '-. Me. 2 -QKOHMOQ 4 -(3, 5-diMe-Ph) H , ft 

1-2383 « ft ft . Me 2 -tft(0H)-(O^) 4 -(3-<F 3 -PJi) ft ft 

1-2384 H ft .ft Me 2 HB(OH)-((^) 4 -(3,4-diCF 3 -PI0 H H 
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1-2385 


H 


H 


B 


Me 


2 


-CH(OH) - (CHj.) (3, 5-diCF 3 -Ph) fl 


B 


1-2386 


H 


H 


B 


Me 


2 


-CBW-^^O-MeO-Ph) B 


B 


** ■"" .1-2387 


fl 


' H 


B 


Me 


2 


-CH(OH) - (CHj) 4 - (3, 4^diMeO-Ph) B 


B 


1-2388 


H 


H 


H 


Me 


2 


-OTCOHMCfl^-te.S-diMeO-Ph) fl 


H 


1-2389 


H 


B 


H 


Me 


2 


-Cfi(OB) -(CHj) 4 -(3, 4, 5-triMeO-Ph) 


H B 


1-2390 


H 


B 


H 


Me 


2 


"-aiCOtO-CCB^-tt-Ae-Ph) B 


B 


' 1-2391 


H 


B 


B 


Me 


2 1 


-Of (OH) -(CHj) 4 -(4-Ac-Ph) B 


B 


■; - ' ^ % ; 1-2392 


H 


; ;b 


:b 




.:>:; 


j-pT-c^j-ciix Z .. . b 


, B. ... 


1-2393 


H 


b 


b 


Me. 


2 


-0-(CHj) t -cBx fl 


fl 


1-2394 


fl 


fl 


B 


Me 


2 


-0^(CB2> 6 -cBx • * v . H 


H ; 


1-2395 


H ;• 


B 


H 


Me 


2 


-0-CCH^) 3 -Ph B 


B 




H " 








.'. c 


- " H" 


fl 




'it: 




" ' ' Me ' 


2 




fl "' 








- " ■ 








. , . , •. .- ' v - R 6 • t / 

' nr'r 2 v 

:R 4 4-(cH2) n -J( 




Ob) 




fi 3 cr 














• 


• Compd. 


R 1 


R 2 


R 2 


R 4 


n 


-X^-Y-R 5 . R 6 1 


• 


2-1 
2-2 


H 
B 


B 

• • . 


fl 

a 


Me 
Me 


1 

- i 


. -(CB^-cHx . H 

-(ay 6 -cBx . a 


11 
B 


2-3 


B. 




a 


Me. 


1 


-C^C-fCfl^-cflx H 


H 


2 -4 " 


. fl 




H 


Me 


1 


-c=c-(a}2) 4 -GBx ft 


B 


2-5 


H 


B 


H 


Me 


1 


-4-(cBx-ai,0)Ph fl 


fl 
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2-6 


H 


H 


H 


Me 


1 


-(4-Bz0-Ph) 


H 


H 


2-7 


H 


H 


H 


Me 


1 


-C^C-WjO-cHx 


H 


H 


2-8 


H 


H 


H 


Me 


1 




H 


H 


2-9 


•H 


H 


H 


Me 


2 


-(CfQ 3 -cHx 


H 


H 


2-10 


H 


H 


H 


Me 


2 


-(Cft^-Ph 


H 


H ' 


2-11 


1 

H 


H 


H 


Me 


2 


-(Cft^-eHx 


H 


H 


2-12 


H ... 




H . 


. .Me. . . . 




-(ai> 4 -ph 


H 


.. H 


r 2.-1 a' 


H . 


H . 


. H . - 


..Me. 


- 2 VV 


- (CHi^-cPa. . . - ; 


.... H 


H 


2-14 


H 


H 


! H 


Me 


.2 


-(CH^s-cHx 


fl 


K 


. 2-15 . 


H 


.H 




Me . 


.2 


-(CH^H-cHx, ... .. 


Me. 


, H . 


2-16 


H 


H 


H 


Me 


2 


-(C3^) 6 -cHx 


H 


Me 


.,.2-lT„. 


. . . H 






;..Me r/ , 








H 


.2-18^ 


fl 


;..« , 


. H 


• « S 


A* 




. .H : _ 


• *■ ' i 


2-19 


fl . 


H 


...Me. 


. .Me 




.-(aiXs^pHx 


.. H .. 


H 


2-20 


.Me " 


fl 


' H 


Me 


2 


-(C^s-cflx 


H 


• H 


2-21 


C0 2 Me fl 


a 


Me 


2 


-(Cft^-cHx 


TT 

H 


TT 

H 


2-22 


H 


H 


H 


Me 


2 


//"tTT \ f A. r* XT \ 

-;(€S^) 6 --(4:-F--clK? 


H 


H 




H 


ft 


u 

fi 


Me 


Z 




IT 


TJf 

n 


2-^24 


H 


H 


T-f 


Me 


2 


.//MIT \ !>_ T.T \ 

- (Ulj) 5 - (4r€r-cHx) 


H 


« 




H 


H 


.TI. 


Me 


2 


- (CHg) fi ~ C4*41e-cHx) 


TJ 

n 


TT 

a 


2-26 


fl 


H 


rr 

fl 


Me 


2 


.//ITT \ i »t-' \ 

- (CHj) s -" (4-Bt-cHx) 


TT 

H 


.-. Tf 


. : ;2-27 , 




h 


::..%[ 




:2... 


-^) s7 (4^r-cHx) . . . 




- /'fl 


2-28 


fl 


. « 


fl. 


Me 


2 


r-(Cfl2) s -(4-iPr-cHx) 




fl 


2-29 


H 


H 


H 


Me 


2 


-((S 2 ) s -(4-CF J -cHx). 


. H 


H 


2-30 


H 


H 


; H 


Me 


2 


-(GH I ) s -(4-MeO-cHx) 


• H 


H 


2-31 


H 


H 


fl 


Me 


2 


-(CH 2 ) s -(4-EtO-eHx) 


fl 


H 
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2-32 


H 


H 


H 


Me 


2 


-(CH 2 ) s -(4-PrO-cHx) 


H 


H 


2-33 


H 


H 


H 


Me 


2 


-(CH 2 ) s -(4-iPrO-cHx) 


H 


H 


2-34 


H 


H 


H 


Me '•• 


2 


-(C^) 6 -(3-MeS-cHx) 


H 


H 


2-35 


H 


H 


H 


Me 


2 


-(CH 2 ) 6 -(4-MeS-cHx) 


H' 


H 


2-36 


H 


H 


H 


Me 


2 


-(CH 2 ) s -(2,4-diMe-cHx) 


H 


H 


2-37 


H 


H 


H 


Me 


2 


-(C^) s -(3, 4-diMe-cHx) 


H 


H 


2-3& 


H 


K 


H 


Me 


2 


-<a4) 6 -(3, 5-diMe-cHx) 


H 


B 


•. 2-39 ;' 




• ; H :? 


H 


'Me 


2^ 




H 


B 


2-40 


H 


H 


H 


Me 


2 ; 




Me 


H 


2-41 


H 


H 


H 


Me 


2 


-(ai3 s -Ph 


H 


M< 


2-42 


H 


H 




.Me 


2" 


-(CHj) s -Ph 


F 


H 


' 2^43 : 1 


'"IT 


TT' 










" H 





2-^P ti * "H Me' Me 'T""-\&VrttT H « 
- : ; - : - ' Cl . -2-45 '■ Me ' U H ' Me ' " J 'Z ■ ' , 

• :; -2-46 Cbie k ' i : H Me 2' ^ (C^)>PH " " fl H ' ' ' 

'r • : .-Sfts-icl^ph| ! H H ' "-• ' 

2 -((3Q s -(4H:i-Ph) H fl 

2 -<ic^) 5 -(4-Br^Ph) H H 

2 -(CHj) s -(4-ile-Ph) . H fl 

2 -<ay s -<4-Et-Ph) H ' H 

2 -(Q^) 6 -(4HPr-Ph) H fl 
•2 . -g^-(4HW •; . H. ... H . .. 

-(aQ e -(4-Bu-Ph) H H 

2 -XCH 2 ) fi -(4-CF 3 -Ph) fl H. 

2 -(CH 2 ) s -(4-MeO-Ph) fl fl 

2 -((»,) r (4-Et(H>h) .fl H 



2-47 


H 


H 


' h : 


'.Me 


2-48 


A 


H 


H 


Me 


2-49 


fl 


.« 


a 


Me 


2-50 


fl 


H 


a 


Me 


-2-51 


fl 


fl . 


a 


Me. 


2-52 


fl 


fl 


a 


He 


.2-53 


fl 


fl . 


a 


Me 


2H54 




' « 


a 


Me 


2-55 


a 


fl 


a 


Me 


•2-56 


-fl 


a 


a 


Me 


.2-57 


fl 


a 


a 


Me 
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2-58 


H 


H 


H 


Me 


2 


-(CfQ 6 -(4HPrQ-Ph) 


H 


H 


2-59 


H 


H 


H 


Me 


2 


-(CH 4 ) 6 -(4-iPrO-Ph) 


H 


H 


2-60 


H 


H 


H 


Me 


2 


-(^s-O-MeS-Ph) 


H 


,H 


2-61 


H 


H 


H 


Me 


2 


-(CH 2 ) s -(4-MeS-Ph) 


H 


H 


2-62 


H 


H 


H 


Me 


2 


-(ai 2 ) s -(2,4-diMe-Ph) 


H 


H 


2-63 


H 


fl 


H 


Me 


2 


-(CHj) s -(3,4-dil£e-Ph) 


H 


H 


2-64 


H 


fl 


H 


Me 


, 2., 


; -(ay 6 -(3, 5-dJMeHPh) 


A 


H 


2-65 ;• 


JH 


H 


,H . 


Me. 






fl 


h' 


2-66 


H 


H 


H 


Me 


2 


-(CH^-cHx 


H 


fl 


2-67 


fl 


■ R 


.. H. 


Me 


2. 


-(aa 6 -cHx . .. . 


Me 


H 



2-68 H H H Me 2 -(<^), 6 -cHx H Me 

'. . V . . ... + . .2-6.9,...;, H. v ...,.fl..,H lfe w .2.^.-,(C^V : cfe,. , .... F ... .- .H ■ ...... .,, 

• : ,, ? 2K7Q ft ,.. H H .... Me .2 ^(^cHx , .. . % _ .,H F ... s , ... . . .. 

' r- '.! &" 7 J H , H Me Me 2 . -(Q^-dlx " ... . H H . , ... 



2-72 


Me . ;. 


H 


H 


Me 


2 
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1703—1-1712, 1-1716— 1-1729, 1-17,33— lrl744, .1-1748—1-1767, 1-1772— 1-, 
1793, 1-1797—1-1818, 1-1824—1-1846,- 1-1850—1-1869, 1-1872, 1-1876, 1-1880, 
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1-1208, 1-1212, 1-1213, 1-1214, 1-1266 ~ 1-1270, 1-1274~ 1-1331, 1-1344, 
1-1348—1-1357, 1-1370, 1-1374-1-1387, 1-1400, 1-1404—1-1416, 1-1468— 
•1-1472, 1-1476—1-1527, 1-1540, 1-1544—1-1556, 1-1608—1-1612, 1-1616— 
1-1666, 1-1729, 1-1742, 1-1744, 1-1759 — 1-1767, 1-1789 — 1-1793, 1-1797— 
1-1818, 1-1842—1-1846, 1-1900, 1-1908— 1-19.13, 1-1935 1-1939, 1-1943— 
4-1966, .: 1-1987 r-r 1-1991. .. 1-2013,. .1-20 li; 1.-2029, . 1-2(133, lr2037 — lr2042^ 
1-2064—1-2068, 1-2072 — 1-2089, 1-2093, 1-2097,. 1-2101, 1-2105, 1-2109, 

1- 2129, 1-2133, 1-2135, 1-2184—1-2346,.. ... ,. , 

2- 11—2-18, 2-39—2-43, 2-47—2-70, 2-185—2-189, 2-193—2-216, 2-287—2- 
.^292,;^ ^38, ^2^,^m, J^X^ r J^ ; . . ;,. rr ., ? , i ; ... • . 

**m?zzL t ^T?4, £ «9 fliicwu. ; ? ^ ....... J 

.4-45, 1-71, 1-84, 1-88, . 1-97—1-100, l r 152^1-154, 1-160—1-206, 1-209— 
.1-212, .1-264— 1-266, 1-334, 1-373, . 1-38(6;, 1-390— 1-402;. ; : l-454— 1-458, 1-462 
—1-485, 1-509, 1-510, 1-513, 1-526, 1-530— 1-542, 1-594— 1-598, : 1-602— 
. 1-613, 1-649, 1-650, 1-743, 1-756, 1-760—1-768, 1-770—1-772, 1-824—1-828, 
1-832^1-884, 1-936, 1-1045, 1-1058, 1-1062—1-1074, 1-1126—1-1130, 1-1134 
—1-1145, 1-1148—1-1151, 1-1162, 1-1163, 1-1179—1-1182, 1-1185, 1-1198, 
1-1202—1-1208, 1-1212, 1-1213, 1-121.4, 1-1266-1-1270, 1-1274—1-1285, 
1-1288—1-1291, 1-1319—1-1322, 1-1329—1-1331, 1-1344, 1-1348—1-1357, 
:....^rl37^ 1-1387, 1-1400,, .lrl404-rJH416i: ; . 1-1468^.1-1472. .1t1476~1-1487, 
1-1490—1-1493, 1-1504, 1-1505, 1-1521—1-1524, 1-1527, 1-1540, 1-1544— 
1-1556; 1-1608 — 1-1612. 1-1616 — 1-1627, 1-1663, 1-1664, 1-1729, 1-1742, 
1-1744, 1-1761 — 1-1766,, 1-1789— 1-1791, 1-1815 — 1-1818, 1-1900, 1-1909, 
1-196'2, 1-2064—1-2066, 1-2089, 1-2093, 1-2097,. 1-2105, 1-2133, 1-2216— 
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1- 2288, 1-2290—1-2346 

1-71 : 2-T 5 7 -2-7 ^-/V-4-[5-(4-^ ^IsArff-Affrilry 
^J^b^#^ 1-84 : 2-7 5 7-2-^^/l'-4-[5-(4-73i=yl'^/V)^5j-7ac^-2-W . 

1-98..: %~T % S^^frj^^-Wv^X'K'^^^tt 

W*ft&&i&%r 1-152 : 2-T 5 7-2-7 ^f^^-i&y ^—fc^i/^A^^y^y- 

2- 4 /K 

^ ^J^b-frWf- 1-210 : 2-T |, 7 -2-^>^IH6-^' 3 *SA^^%fA$&$tZ 

x y-2-/f i/.i-^-w^ * " * . > 

Wmfc'&lfo&fr 1-264 : 2-T 5: / 4 -2-y ^/l^4-[5-(6-7^^l^^i/^^^7^^ 

M^b-^W^- 1-373 r 2-T 5 / -2^ ^/w4-[5-(3-i/> P^i^/^^V^ t>) 
^•^"T a: 1/-2-4 A/\~7$ — /K 

■W*ffc£*#* 1-386 : 2-T $ 7-2-7 ^/V-4:[5-(3-7^y ^J^B^^aV 

^J^b^S^ 1-400 : 2-T 5: 7-2-7 fv^-4-[5-<4-^ P <<3r VttfV) 
*f-j6r7 ^ 1/-2-4 1/-!-$-—^ 
• /^jb^f^f- 1-454 :. 2-T §> 7-2,7 fto^^?* 7. 

WFi^t^m^r 1-509 : 2-T $7-2-7 'ffis-AfafrS/V a^S^^i^J^AJ 

*5~Hry *.i/-2-4 &\y*$ v-i-;*-— /K 

■*K?flS^WS* 1-510 : 2-T 5 7-2-7 ^-4-{5-(5-7 a 7 ff-A^*? a V 
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-2-4 — /K 

Wfifc&fatt 1-513 : 2-T 5: /-2-^5VU-4-[5-(4-^ a^rvTW* ^^^/7 0 ^ fc° 
0tjj**k£*## 1-743. : 2-T 5 7 -2-^ ^VV-4-[5-(4-S^ n^t/A^f 
J^4fc£*»## 1-756: 2-T 5 7-2-* ^/U^-[B-(4r7*=A^ =A^f*7a 

. i/-2-f v-i-^:— /k s ... 

^^-7 i yV]:/? J^-l-d — /K 

Jtift&6IHFf > I-824: 2-T 5 /-2-^^V^5-<5-7.a^V^ h-hj 

. MMk&Mim^A-m;- 2-T § ^.-2-^.f;;k-M5-(6.-^^ p ^ v;Y^*f-x-4 . 

^t7xy.2-f;H^ ^-l-^"~^,, ^ , ... 
^W*fls£*-S.#. 1-936: 2-T ^ /-2-^ ^/V-445-(6-p7 x.~/Uf**/-l^{ -fi^&Z , 

a: ^-2--f Aft? 9 >-l-^^-/K . 

1-1045: 2-T 5 /-2-S* ^^4-[5-(3-^^ PA^i/^^7P 

WfiW&tfa^ 1-1058 : 2-T ^ / -2-^ ?Vk-4-[5-(3-7^ /^ri^P? t^/l^^T 
^l*-2-4Atff#ls-l~%'~A'^ 

m^ih^^ 1^1072 : 2-T ^ J -2-^^-4-[5-(4-i/^ b-1- 
MTFit&yn&W 1-1181 : 2.T ^/-2-^/U^.[5-(5-i/^ p^^^^v^y J>- 
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1-1185 : 2-T 5 J ^/V-4-[5-(3-i^ P ^VA'* ¥*i/Zfv f 

fl^ft^flJ** 1-1329 : 2-T 5: y-2-^^;U-4-[5-(4-i/i5' n <i 
Jr7 =c ls-2-4 is-l-*— /K 

m^it^H^ 1-1330 : 2-7 ^ /-2-^^4-[5-(4-7xn/^^ / ^^)f^7x 

1-1331 : 2-T^.X2 : ;*^ 
^^^#^•1-1344 : 2-7 $ ; -2-^ f^5-.(5-7x=^y ? / ^ /^f t7 

J m^fc&tym^ 1-1357 : 4-t^A^^ ^>*^^> 

' ^#^^v-2--f/H^v-l-^>-M ' _ " v 

r ^J^b-^^^ l-i'370 : 2-T 57,1-^ ^-4-[6-(6- T ^ i>- / -f /l")^ 7 

1-1387: 2-T ^ 7-2-pt ^/^£5-(3-V^ t*^#t//W^i>^ , P/^/ 

1-1400 : 2-T ^ /.2^f^4.[6-{3-7x/dr^7'OA7^M5 i t 
, T .» ^-2"f V-l-i-— 

~ M7F<k&m&W 1-1414:2-T 5: ^-4-[5-(4-^ /< 

; ; ^^b^#f; 1-1468 : 2-T ? /-2h* ^4[5-(4-7:e /^^M:/^)t^7 
: mmi\&m%r¥r 1-1523 :2-T 5 V -2-* ^-4-[5-(5-i/^ P^t^^f S"<V£V . 
WvflS^IWS* 1-1524 : 2-T 5 > -2-^^^-4-[6-(6-7 * y* ^V^V# / 
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^{b-a-^g-^- 1-1527 : 2-T §: y -2-7 ^/^-4-[5-(4-i/^ n h ** 9 s?n * 
M*-fb^#^- 1-1729 : 2-T 5 7 -2-7 5vU4-[5-(4-f^ P ^ Y a = 

^{t^fe^^ 1-1742 :2-T 5 7-2-7 ^-4r[5-(4-^^ ct^i/zl^ h3r>>;7;c = 
.: 1-1744 : 2-T.5 7 -2-7 ^-4-[5-(4-^^^^V7^^/V)^^ 

, 1-1761 : 2-T A / •7^%%r*^4 r pr? V.^.^^**^*? 

x.y-2-4 )V\7*$y-\-ir—A' s 

7xy.24^/^y-i.t-^ ".. . . 

Wffc&tfttSr 1-1900 : 2-7% y-2-3tf-/^-4-[5-(4^^ P^^/K/ h-l->f^/l/) 
^7 a ^-2--f /I^7 V-l-**— *K 

Wfift&lfo&^r 1-1909 : 2-7 ^ /-2-^/W4-[5-(5r^ n^^i/^V f = 

fflwit&fo&^r 1-1962 : 2-T^7-2-3:^-4-[5-(6-^^P^^i//^^i/-l-^^ 

... Wmfc&p^, X-:2QW.'- 2-7 $ /-2-^^7kr4-£5-(4-^ v^isfi&pJJ.A')^ 

Wfift&ftB&t^r 1-2097 : 2-T 5 7 -2-^^-4-[6-(5-^ xt'^*/A>f<ls9 
. J~3r7 a: >-2-f As\7*& — A\ %X* 

m^^O^ 1-2105 : 2-T 5 7 -2-^Jls-4-[5-(6-i*? v^*Z/;V^f-J S ;V) 
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RXf 

fr\m\\&m&¥r 1-463 : 2-T 5 ;-2-^f;W4-{5-t4-(4-7;Wto 7i7 ^^)^ 

m^it^m^ 1-479 : 2-T ^ y -2-pt ^/V-4-{5-[4-(4-pt h^r:X7^ / 7^ 
/V] ^-^"7 3i ^-2— f /V} ^ ? i/-l-^-— /W, 

M^b-^W-i- 1-594 : 2-T% J -2-^ ^/V-4-[5-(4— < Vi^/^^i/^^) 

7a:y-H^]^y-i-t-> v ..;. n . . : .J „. .. ;„ 

M^b-^W^- 1-760 : 2-T 5 J -2-* =$-As-\J&\4A&- y/V&v 7 ^~/V)zf 
hmtt&m^ 1-761: 2-7$ y-2-^^-4^{5'-[4-(4-^^/V7^^;V)^b-l-f = 
1-762 : 2-T ^ J -2-^ Vvw4-{5-[4-(4---n^/V7 m ~W K-l-f = 

" ;i>]^^-7 ix ^-2-^ >ij^^ ^-i-^wK 

fe{fc£^#^- l-763:2-T 5 7 -2-/f ;V4 : {5-[4# I y 7Mp ^Wx^/V) 
y h-lvf i/^^7oiV-2^/4^^V-l-^— /K 

m^t-km^ 1-764 : 2-7$7-2^f^-4-{5-[4-(4-^ J^VTm-A^i-lH' 
Mmk&%&& WW: 2-T § ^ -2-^ ?^-4r{5-[4^4-cc 

^^b^W-i- 1-766 : 2-T ^ y -2-^ ?^-4-{5-t4-(4-;* ^^y zc ~)Vy? Y -l- 
Jte^te^Sftf - 1-832 : 2-T $V -2-^^/P-4-{5-{5-(3-T^O T^^/V)^V h-1- 
M^fc-p-^^- 1-833 : 2-T 5 / -2-;* ^/W-4^5-[5-(4- Tyl^P T^T^V Kl- 

4 z^/v^&y*- j>i$y°? v-1-3— /k. 
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0MiMk£4Mre 1-834 : 2-T 5 /-2-^ ^/K4-{5-[5-(4- ^ n n y ^)V)^y h-W 

■Wfitt&titt 1-836 : 2-T 5 /-2-^ ^-4-{5-[5-(3- =f-)Vy^)V)^s 
^VYf-fry f-l-J*"—^ 

'Mft{ti&Vo&%- 1-837 : 2-T 5 ?vU4-{5-[5-(4- ^/Uy^^A^V h-l-f 

" «*flS^«WS* 1-846 : 2-T 5 J -2-^f7K-4-{5-[5-(3- h JJ :7/W» >.*v*7 31 ~>^) 
^fc-fitfM* 1-847 : 2-T 5 7-2-7* ^/V-4-{5-[5-(4- h U 7.A^a7xsA^V 
'^fij^S^ 1-848 : 2-T 5: 7-2-* f-/K4-{5-[5-(3- 7* h^t/^^^/W)^^ 

^ ^ ^;vp:^-y ^y-i;4jVi'7$ '^.7, ".• . . ....I 1 

*«*te&*#4 1-849 : 2-T § y-2-5V/W-4-{5-[5-(4-^ hHi/y^A^^y M- 

■'/■• ". ■ " " • -"" ~ i "■ ' .' ' /i' ■ . ." . i 

..'^flSiMMt* 1-860 : 2-T ^ 7-2-^ ^/V^-{5-[5-(3-^ K 

1-861 : 2-T 5 7-2^f;^545<4-^^7x^)^y >.W 
•=• ^ V-2-f/H:/# V-l-^— >K 

1-877 : 2-T K ^-4*{5-I5-(3 l 4-^^^T^=i/P)^y b- 

IH' ^]ft7x ^2-<A?^^ 5^-£v^-*\ 

'MSNbfNB** 1-878 : 2-T § 7-2-7* ^-4-{5-[5-(3,6-^7< ^7s=^H^ 'K* 
^^{k-a-#l#^- 1-1050 : 2-T 5 7 -2-T 1 ^W4-{5-[3- (4-;* *f-)V*/V B^^t 
!W*<&&^4l-:l062 : 2-T 5 /-2->t r^-4-{5r{3-(4-.7^a 7i^ ^r^^n fc 9 
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mmk-sm^ 1-1063 2-t % y -2-y ^-4-{5-[3-(4-y 7- fry ^ / trn 

"frl*flaMfe#* 1-1064 : 2-T 5. / -2-y ^yv-4-{5-[3-(4-^5vV:7 ^ y ^V)/p tf= 
W7frik'&Q&& 1-1065 : 2-T 5: / -2-y ^/V-4-{5-[3-(4-. |> V y/U&v y =5-}Vy * J 
Mmk&W)^ 1-1066 : 2-T 5 / -2;* ^/W-4-{5-[3-(4- y MrS/T^y ^V):/**? 
'WfiR&W&^r 1-1067 : 2-T 5 y -2-y ^/K4-{5-[3-(4-^ f^S/^aty tT 
'Wfrte&btt- 1-1068 : 2-T $ J -2-y ^-4-{5-[3-(4-y <?;A^*r7 J ^ri^^fn 
1-1134: 2-T 5 7 ^/V-4-{5-[4-(3-7/^C2 7^ / ^ri/)t/ h-1- 

M^ffc^## 1-1135 : 2-7 $ 7 -2-y ^/V-4-{5-[4-(4-7/l>^- P 7 » / ^ */y? \- -1- 

^^]^^7 ;c ^-2-V^^>^-l-^— /K 

1-1136 : 2-T 5 7 -2-7 ^/U4-{5-[4-<4-^ PB 7i; 3r^):/ K-l- 

-^ft**** 1-1138 : 2-T 5 y-2-y 5^/U-4-{5-[4-(3-y ^Trc/^fi/)^ f-1- 

«*flS^*#* 1-1139 : 2-T K / -2-^A--4-{HH^ * ^7 ^^h-l- 

J .: .... 

1-1148 : 2-T ^ >-2-y ^-4-{5-[4-(3- hV ^7 a y 

3f^):/ h-l-f rc fr}7? V-l-3— ;K 

^J^b^#^- 1-1149 : 2-T ^ y -2-y ^V-4-{5-[4-(4- K V yfrirn y * y 
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WS*fb*a-«Wf# 1-1150 : 2-T 5: Z-2-;* 5vW-4-{5-[4-(3-^ h^7x/^v')^ h-1- 

^teGM&fir 1-1151 : 2-T $ ) -2-* ^-/V-4-{5-[4-(4, * * / b-1- 

1-1162 : 2-T 5: y-2-^^V-4-{5-[4-(3-^^/^^7;cy h 

&mi\&m$r4- 1-1163 : 2-T ^ > -2-* ^-^-4-{5-[4-(4- ;* <?A>?*7zi j * h 
* i>-<L-4 Jtfzf? ^-l-^—zK .'/J.'.l. . . . ' 

' W*fttWfc«* 1-1179 : 2-T ^ / -2-^ ^-4-{5-[4-(3,4-^ f;V7x; h 

'0H*fb£4fe#§-' 1-1180 : 2-T^y-2-y^-4-{5-(4-(3,5-^^/V7^y^^)y b 

" 1-1198 : 2-T § 7-2-pt ^vi>-4-[5-(3- 7x K^f-^P 

_ _ ' ^^^i/-2-^^^ v-i-^~7K / ^ " ^ ; 

M^'fb^fe*^ 1-1202 : 2-T 5 J -2-^ ^V-4-{5-[3-(4- 7/V$-X2 :7 ^ c^);* h^i/ 

V^W^^"^ ^ V-2--f /H^^>-l-^-— 
fflmt-B-ym^- 1-1203 : 2-T 5 y -2-^ ^Jl^$.[8-(4- *?-A>7 a=.A'>> 

M^b^## 1-1204 : 2-T ^ ^/W-4-{5-[3-(4-^^7^^)^ V*^:/ 

1-1205 : 2-T $ J -2- * ^/K4-{5-[3-(4- K U 7 A-^* * f/^/i ~ 

. ■ 1-1206 : 2-T ^ /-2-^^-4-{5-[3-(4-^ MfV7 h*cis 

1-1207 : 2-T 5: 7-2-^ ^/V-4-{5-I3-(4-^ h*i/Z7 ^—fr)* Y*cis 



WO 02/06268 



PCT/JP01/05988 



186 

m^it-B-mm^- 1-1208 : 2-T^ ; ^-t^-MHH*-*?-^*? ^-w* 

1-1212 : 2-T^/-2-/^/W-4-[5-(4-V*&^i'^ 
l.xf =/U)^:7 31 i/-2-W /W]^^ i-M-**- /K 

M^k^#^- 1-1266 : 2-T5;-2-^f;V-4-[5-(4-7i^^ h^:/ h-l-T ~ 

Wj*flS-&4fe#3-- 1-1274 : 2-7 ^ ^ -2-7 1 3Wt4-{5-[4<3- 37 3^/V)^ l> ^ 

.1; • • :.-■• »% . • • '; . "> . • ■ v 

;V B^f ^ft^^^^rirfeK , ..... 

m^ik&Wim^- 1-1275 : 2-T 5- 7 -2-^/k-4-{5-[4-<4- y*.~A)* h 

■M9fb^C#-l-l276 : 2-T $ y-2-p«^/V-4-{5-[4-(4-^ n »7x^ b^i/^ 

. h-fc^M^^.?^ ... , . 

1-12*78 : 2-T $ J -2-^ Wj4-{5-[4-(3- \ ^ -ty* h 3r is? 

.mmtG-yom^ I-I279 .: 2-T / -2-^ ^.4,{5-[4,(4-^ ^7 31 ^ h# V?f 

M^fb^M^ 1-1288 : 2-T $ 7 -2-p« ^/W-4-{5-[4-(3- h !> ;* 

s^? V-i~f si/wjf-^a y-2-<4M7# y-i-*—^ 

m^it^m^- 1-1289 : 2-T 5/-2-/^;V-4r{5-[4-(4- VH 7/^tP/ 3; ^ 
M^fb^ W-^ 1-1290 : 2-T $ J 5vU4-{5-[4-(3-* h ^7s^ f 3ri/ 

.^t-V^^l^^^ ^.-ir*r-.^ . . . 

1-1291 :_2-T ^7 -2-> ^-4-{5-[4-(4-^ >#'^7x^^ 
^7* f-l-^^/P]^^ 31 y-2-4JV& 9 y-i-**-^ 

&mtt&%m^r 1-1319 : 2-T 5: 7-2-* fvk-4-{5-[4-(3,4-^^ > 3r 
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WNfc£fc##-- M320 : 2-7 ^ 7-2-^ 5vk-4-{5-[4-(3,5-^y ^7i^)^ 
fi»J^fli^#^- 1-1348 : 2-7 ^ y -2-y ^/U4-{5-[5-(4- 7 'fr*xx 7 ^ ~/V)<<y? / 
• M349 : 2-7^/-2^f/K4-M5^4^f;V7x^y?//f 

;vY^$-7 =c 1/-2-4 v-i-;*-— /K 

''fl^tt^ftS^ 1-1350 : 2-7 $ /-2-^ ^-4 r {5-[5-(4-^^/V7^^/V)^V^ 7 ^ 

^-2-4 i^£y~v&r&>. .. ... ...... 

1-1351 : 2-7 $ J -2-y ^-4^{5-[5-(4- b !> y f;V7i^ 

1-1352 : 2-7 $ 7 -2-y ^VV-4-{5-[5-(4- y h^V7i=^y? 7 

'"WAk^m^- 1-103 : 2-7 5: > -2-y ^/V-4-{5-[5-(4-^ > =/uy<K* y 

timfcpm^ 1-1354 : 2-7 5 J ^-4-{5-[5-(4- y * -/W)^* 

tt^f 1-1476 : 2-7$ J -2-y ^-4-{5-[4-(3- 7 7*. J *i/)7~? J 

4 A\3-3r7 ^-2-4 M7*# J'-l-d-— A-\ 

Mm{k&Vm-%- I-I477 : 2-7 5: y -2-y ^A--4^{5-[4A4- 7fl/*n 7 * / *i/)7*? J 
4 J^Yf^-7 x. 1/-2-4 i/-l-2h-/K 

M^<fc;^## 1-1473 : 2-7 5 J -2-y ^-4-{5-[4-(4-^ n v 7 ^ J *ri/)7*# J 4 

M^fc£$3#%- 1-1480 : 2-7 $ / -2-* ^;K4-{5-t4-(3-y ^JV7^ J *VY7*Z J 4 
jV0~3r7 1/-2-4 7Vff$ V-l-^-M 

1-1481 : 2-7 $ 7 -2.y ^-4-{5-[4-(4-y ^>7x y 
JU}f-jr7zc Z/-2<4 !Vft9 ^> 
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m^i^m^ 1-1490 : 2-T 5 7 -2-7 ^/^-4-{5-[4-(3- h V 7 ^/Uy J 

ftffrte&ttofcljr 1-1491 : 2-T 5 7 -2-7 ^/V-4-{5-[4-(4- Ml 7 : ;Vto 7 ^/UT x 7 
1-1492 : 2-T 5 7 -2-7 ^-4-{5-[4-(3- 7 h * iX7 a 7 * V):/ * 7 
f " «7Tffl^NWf%- 1-1493 : 2-T 5 7-2-7 ^l^-{5-[4-(4-7 h '*'*S7*/$i>y?9 7 

l^/^T^ 7 • J_. 

^ft^*** 1-1504 : 2-T $ 7 -2-7 ^^4-{5-[4-(3-7 Wt^i 7 *i7):7** 

M^{b^### 1-1505 : 2-T 5: 7-2-7^-4-{5-[4-(4-7 ^/W^T^7^ri/)^ 

' MWtl^#^- 1-1521 : 2-T $ 7 -2-7 ^-4-{5-[4-(3,4-b7 ^7 x. 7 

7-Y )vp-3ry k 

1-1522 : 2 : 7'$7-2 : 7 3v^-4-{5-[4-(3,5-^7 ^7x-; *^)^o 

M^b^#j#-J§- 1-2093: 2-T 5 7 -^^-4-[5-(4-T^i/^^ 7^/V)^7oi 
i'-W*'}?^ V-l-^--/K 

#J^#^^-1«2101:2-T ^ 7 -xf/w-4-[5-{5-7x5:^^^7^^)ft7 
rci/-2--f/^y^i/-l-^— 7W N 

1-2109: 2-T 5 7 -^^v-4-[5.(6-7 ^^/W— =3f -^7 /l^^T 

.„ x . y : 2 -^^ ?y4 -^"^. 

M*ib^# ¥ 1-2257 : 2-T 5 7 -2-7 f^-4»{5-[5^,4-i?7W 7 

tt^fli&WSS' 1-2258 : 2-T ^ 7 -2-7^/V-4-{545-#,5-^T/V^0 73:-/l/)^^ 
fa-^^7H^^T^V-2-</l^t/^V-l-^-— /K . 
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W£tt&th&& 1-2259 : 2-T 5: J -2- * =^/V-4-{5-[5-(3- ^P7i =■ A')-* ^ b -1- 

at "S-T.-'i ASf?9 > r -l-d-—/K 
«*fl5*ifc»* 1-2260 : 2-T 5 / -2-* ^-4-{5-[5-(3,4-v^> b 7i^y h 
.1-^ az ^-2-4 fVf/9 ls-l-Jr—A>^ 

«jjNb-&1**-§- 1-2261 : 2-T 5: / -2-^ ^-4-{5-[5<3,5-^ p P 7xs;V)^ b 

- * ^-2-W * ^-1-^-— ;K 
.0i]^b^##: 1-2262 : 2-T 5 /^^Af^T^,^ h I>7^*»><^7 . " 

- j...^ x ? ;^yt.l-/ ? ;l/]^ . , ... !• I ... ....... "... 

mmk&tfa^ 1-2263 : 2-T 5 J -2-t ^-4-{5-[5-(3,5-;^ h 'J TA^p ^ ^/WT 
^;p7l^i/>-l->£.^ 

M^b-a*#>#^- 1-2264 : 2-T 5 / -2r* ^/V-4-{5-[5-(3,4-i^ f#^7i 
W^h^lSf 1-2265 1: 2-7 5y : 2;^ W-^ : [5-(3^^ ; 

• # _ ~ .... Em f-wtt^y?-^ s^?^^"^ • • - ■ - - - — .' 

■ «*{fc£*WS^ 1-2266 ; 2-T 5 > -2-* ^V-4-{5-[5-(3,4,5- h V * h * isT* =^;V) 

M^b-£%#-§- 1-2267 : 2-T 5: / -2-^ ^/V-4-{5-[5-(3-Tir^/VT a^A')^ b-l- 

#J^b-£##^|- 1-2268 : 2-T 5 J -2-* f ^4fM5^7W7a:=^/M'- . 

M^{b#W^- 1-2269 : 2-T ^ J *2-> ?vV-4-{5-[3-(3- y^n y ^ J 

tf^fb-SIW^ 1-2270 : 2-T 5 /-2-^^-4-{5-[3-(3,4-^T/^n Ta^y ^ri/)^ 
p^^]ft7iy-2^;H7^-i-t^ 

M^fb^#-^ 1-2271 : 2-T 5 / -2-^ ^-4-{5-[3-(3,5-^T7l>^-P TW *V)-f 
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ft*4fcS*## 1-2272 : 2-T § 7-2-7 ^-4-{5-[3-(3- ^ n n Tec 7 SriTyT'n tT— 
W*4b#lb»* 1-2273 : 2-T $ 7 -2-7 ^-4-{5-[3-(4- ^po7x7 ^t^^C t°- 

A^rf-^ry ^ :/-2--f /H^^ I'-i-;*-— >k 

«*flS-&;«»#^ 1-2274 : 2-T $ 7 -2-7 5vV-4-{5-[3-(3,4-^ dp7i7 ^i^Ttf 
/f^f^fMI* 1:2275 : 2-7 5/ -2-7 ^-4-{5-[3-(3,5-^ Z?*/y?n 

M^ffrS^WI- 1-2276 : 2-T 5 7 -2-7 ^/V-4-{5-[3-(3-7 rM'T 31 7 *i/)7°u\?~ 

0K*ftf&<WH§- 1-2278 : 2-T $ 7 -2-7 9Vf-4-{5-[3-(3,4- ^7 fVt'Tai 7 3r^)!7V 
^Wk^^m^r 1-2279 : 2-T 5 7-^7>/&4-{5-[3-(3,5-1>7 &A>7& J ^i^n 

jj^ftf**^ 1-2280 : 2-T5 7-2-7 9yt<-4-{5-[3-(3- h i) 7/^o7 f^7,*/.' 

1-2281 : 2-75 7 -2-7 ?VW4-{5-[3-(3,4-i? b !) 7;VtP/f/V7 
•3z 7 3r ^)-7°0 t°-/W]^^-T rcV-2-^ /l^* V-l-^-vK 

•M^{b^#-§- 1-2282 : 2-T 5 7 -2-7^/V-4-{5-[3-(3,5-^ f V 7A>3rU 7 ^T 
* 7 ^>)/d f=/^l^T 31 i/-2-^ y-i-t^^ . 

0!i^^#^l-2283 :2-T5 7-2-7^-4^{5-[3-(3^7 b^i/^yn^ 

09^ft;^#>#^- 1-2284 : 2-T 5 7 -2-7 ^-4-{5-{3<3,4-i?7>^r ^Tzc / 
o If 31 ^-2-^714:7** V-l-^-— >U S 

fa^-fb^tl*^ 1-2285 : 2-T 5 7 -2-7 ^^-4-{5-[3-(3,5- *S* Y*ci/7^/ ^y)zf 
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W&tt&Vim* 1-2286 : 2-T5 y-2-^^/U-4-{5-[3-(3,4,5- YV 7 Y**/7^;* 

mfFik&t&i&W- 1-2281 : 2-T 5 7 '-2-^f/U-4^-l3^-7tWi; t* 
^ ^-2--r /w}:7# i^-i-^-;K 

■ W**&a*#-§- 1-2288 : 2-T 5 7-2-7 ^-4-{5-[3-(4-T-fe^7*/ ^^)^P f 

1-2290 : 2-T 5 7:2-7 ^>U4-{5-[4-(3,4-V7/^p 7* 7 ^^)/ 
K-l-f ^/v]^^ ? ^:2-^ . ... .J.I... 

frmik&Vo^ 1-2291 : 2-T 5 /-2-^^U4-{5-[4-(3,5-^T^cV^y 

Mfrtt&®&& 1-2292 : 2-T^T-2-^^-4-{5-[4-(3-^cia7 ; cydev')^h-l- 

' 1 : 2293 : 2-75 7 -2-7 ^-4-{5-[4-&4-^7 PP7x; '^V)^ 

-l-^=>J^fp^ J* 
"' 1-2294 : 2.7 5" >- : 2-/;^-4^H4^»5:^ ^r^?)*. 

^<b-a-W# 1-2295 : 2-T 5 7 -2-7 ^-4-{5-[4-(3,4- v> h U 7/l'tB>fA > 7 
^ 7 *S#7>-l->f ^-A^ir? i/-2-^T >V}:7£ /K 
. «S?fl2^r*«^ 1-2296 : 2-7 5 7 -2-7 ^-4t{5-£4>(3,&-S? b U ?Atfcxxi>&fr7. 

Wrttt&&&$r 1-2297 : 2-T 5 7 -2-7 ?A~4-{HHS,4-*J * h*i/7=>-S 



MmQ&tm^r 1-2298 : 2-7 5 7 -2-7 ^-4-{5-[4-<3,5-^7 
h-1-4 -Mtt? V-2~i 

1-2299 : 2-T 5 7 -2-7 ^■4-{5-J[4-(3,4,5- > ^ f*^7x/^ 
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#]^<ffc-a^#-5§- 1-2300 : 2-T 5: 7 -2-7 ^-4-{5-[4-(3-T"fe-^/V7 zc 7 h-1- 
y( z^ jVYf-^-y ^ ^-2-4 7^9 ^-1-^-— /K 

«*flJ^ft*fl-2301 : 2-T ^ 7 -2-7 ^/W-4-{5-[4-(4-T tf;W7 •* / b-1- 

^fll^fe*-§- 1-2328 : 2-T 5: 7-2-7 fvU4-{5-[5-(3- 7A^txi 7x=^y^ 7 

3i ^-2-^7V}^^ ^-1-^-— A/, 
fefb-a-Wf: 1-2329 : 2-T ^ 7-2 : 7 ^Vp-4-{5-[5-(3, 4-v^T/M-P 7i=^ 

mmt^m^ 1-2330 : 2-T ^7-2-7 ^/W-4-{5-{8-(3, S-i^/V^U 7ot=/V)^ 

M^-fb-a-W-f - 1-2331 : 2-T 5 7 -2-7 ^-4-{5-[5-(3-^ PP7x 7 J 



' M^b-a-t»#f" 1-2332 : i{T % 7 -2 ; 7 ^-4-{5.-[5-(4-^ PP 7 =e 7 4 

^-fb-a- 1-2333 : 2^T 5: 7 -2-* ?VV-4-{5-[5-(3,4- & 7 ?i =./V)^^^ 
7 ^ j7-j£f 

1-2334 : 2-T ^ 7 -2-7 ^A--4-{5-[5<3,5-^ u n ^a^A^V* 

y ^ A}y 9 y-i-ih- /w> 

^Ib-a-W^- 1-2335 : 2-T ^ 7 -2-7 ^vK4-{5-[5-(3- 7 & :=A>)^# j y( 

A>\3-$-y fVff : 9 y-l-5j-— A\ 

1-2336 : 2-T^7-2^75 i /i'-4-{5-I5-(3,4-^7^73i=^>^V^ 
I 4 y S-2-d A£f£ 2/->^/V. .. 

^fb&$#-^ 1-2337 :2-T ^ 7-2-7 ^4^5-I5<3,5- ^7^7* -^><^ 
7 ^ A-]^:? ai^-2-^ W?9 *y-\-3r—As^ 

M^fb^S-^- 1-2338 : 2-T ^ 7-2-7 f-^-4-{5-[5-(3- K U *7A^t2 7 ^A-Trci 
'.A*T*?s9 7 -f ^]^T 3i v-2-T A^ 9 v-l-twK 
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mmt-km^ 1-2339 : 2-T K 7 -2-7^-4-{5-[5-(3, 4-i? h ]) ~7 y. ffr? 

&l7F<k-&y>)&4- 1-2340 : 2-7 5 7-2-7 ^/\y-4-{5-[5-(S,5-^ h V T^er y ^7 
^n/t^i/* / /V]^-^-^ x. ^-2-^ /V}T^ V-l-^-— /K 

M^b-^W-^- 1-2341 : 2-7 5 7-2-7 ^-4-{5-[5-(3- 7 h=3rix:7«/W)-<V^ / 
/W-]^^" 7 * >-2--C /V}:/^ V-l-;*— /K' 

1-2342 : 2-T^> -2-^^/V-4-{5-[5-(^ h^S^^/V)^ 

li?^ ... ..1. 

flKMtfG*** 1-2343 : 2-T 3: 7-2-7 ^/l/-4-{5-{5-(3,5-^7 f^^^—zl^i/ 

7 fr)?&7 * ^-2 : <{ )V*Zf $ V- l-^—^s 

#J^b£4&#-5§- 1-2344 : 2-7 5 7-2-7^/l>-4-{5-[5-(3, 4, 5-h V 7 h 

fmit^-m^ i-2345 : 2-T 5: 7 ^2-^^/U|-{5-l5-(3-T%#/V7 7 

m^itp^^r 1-2346 : 2-T 5 7 -2-7 ^-4- $^-(£-7^;vy ^-tV^y? J 

^{b^#-§- 1-71 : 2-7 K 7 -2-7 f-A--4-[5-(4-^^ o^i//U^/P)^y * 

#J^b£$3H§- 1-98. : 2-T 5 7-2-7 f^-4-{5<5-^^ ti^i/A^yJ-jV)^? 
V-2->f As\-7# v-i-^-— /K 

^-fb-a-W-g- 1-400 : 2-T 5: 7-2-7 5v^-4-[5-(4- ^i/^«y^) 
^T 3i ^-2->f /UJ/* Is-l-jr—As, 

mBit-mm^r l-463 : 2-T 5: 7-2-7 ^/W4-{5-£4-(4-77k^-pi>^y ^v) ^ 
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A] 3t is-l-J M ~J '9 A % 
M^it^^ 1-479 : 2-T 5 /-2-^ 5VV-4-{5-[4-(4-7 
Afl^tf*:?:* /V} y i'-l-;*-— A x 

M^fc£*«# 1-594 : 2-7 5 /-2-^ f^4-[5-(4-^y^t^^^f A') ft 
<M¥4k4Hfe#& 1-743 : 2-T 5: y -2-^ ^/V-4-[5-(4-V^ P^*$/A^/ h-l-<~A) 

M*{t;-o'#l#-§- 1-770: 2-T 5 / -2-^ ^l^[5-(5rt/^ n^^ix/W^ c=yi>) 

^ V-2-^T A]:/* I'-l-**— A N 
mmt&^&M 1-824: 2-7 5 7-2-^ ^/l^4-[5-(5- 7 b -W =vI/)^£;7 

^i/-2-f/V]^^^-l-^-— /W, J.,. 
^J^b^^^ i-833 : 2-T 5V-2*-7 ^^4-{5-[5-(4-7/l>#n 7aaA^y h-1- 
^ -AJ^T 3- V-2->f A}^ ^-1-^— 

1-849 : 2-T § J -2 V^A-4-{5-{5-(4-7 h ^V7x^y K-l- 
V "^A]^ *i7 Pi ^-2--f i/-l-tf— A x 

M^{b^fe## 1-1050 : 2-T .5 /-2-* ^7l-4-{5-[3-(4-7 ^AV> tf^i/A'* 
^V) If »A*]'?P^7a V-2^7W} ^ ^-1-;MA\ 

■0*^b£4&#-E- 1-1063 : 2-T 5 /-2-^A-4-{5-[3-(4-^ f^7x / SrS^P If ^ 
1-1064 : 2-T 5 / -2-t ^/^-{S-p^.^^A^ ffrtfl^wjfta 
^ft^ff-*!- 1-1068 : 2-T 5 / -2-^ 5vV-4-{5-[3-(4- * * A^* 7 * / ^ V )T*fcz 

jf t7 x y-2W ;vj7*? y-i-t-;K 

1-1072 : 2-T 5 / &&±&{4ri/9 * ^S'A;*-*^ 
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flR*flJ64Mfr* 1-H35 : 2-T 3: 7 -2-7 ^-4-{5-[4-(4- 7 a 7 ^V)/ h-1- 

0HjjM&fr*## 1-1139 : 2-T ^ / -2-7 5VV-4-{5-[4-(4-7 fW7 * J **SY? 

M^f^W-^ 1-1185 :2-T 3 J -2-7 ^-4-[5-(3-^^ * ^i/TM h 3f S^P f 
-:A')ft7iy-2->fAiyr/-l-^-A' y " 

M^^W^- 1-1329 : 2-T 5: 7-2-7 ^^-4-[5-(4-v^ \n+<*%/A??9 J4)V)f. 

* k " ^-fb^fe^ i-i33p;: 2-T^7 -2-7 ^^[S-^^^^^ 7 A jVyf-Hry *. \ 

4 1-1331 : 2-T 5 7 -2-7 ^>V-4-{5-(5- ViJ' B ^is/V^ls? Jjk) 

^MfA : 2-T §V ^/#4.[5^7x=;^yi? 7 «f M'^V' 
3i V-2--f i/-l-^-~>K 

•••08^fc£&#* 1-1348 : 2-T 3: 7 -2-7^/V-4-{5-[5-(4-7^P 7 

Wtt? 3i ^-2->f /l^y^ ^-1-^-— /K 
097^ft££*&«H§- 1-1764 : 2-T 5 7-2-^/M-[5-(5-i^ P^S/,^^*')^ 

3i >"-2~f Ay] zf#l/-l-$ — /K 
^{fc^^- 1-2097 : 2-T 5 7-2-^^-4-[5-(5-^ a^5/^^^>-f fr) 

1-2273 : 2-T ^ 7 -2-7 ^-4-{5-[3-<4-^ n P7x^ 3ri/):/P fcT- 
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W^flS^**"^ 1-2276 : 2-T 5: y -2-^ ^/W4-{5-[3-(3-^ ^7 J 3r vO^P t»= 

>v\fir7 is-2-sf is-l-lr— /K 

09S*fls£*## 1-2278 : 2-T 5: / -2-/> ^-4-{5-[3-(3,4-^^ y ^S^P 

1-2283 : 2-T 5 / -2-^ ^-4-{5-[3-(3-/< h 3f f7 / 3r i^P fc* 

,Wmb$to&$ 1-2285 : 2-T 5 J -2>$ fJU-f{5-[3 : $,?- > ^V7x^ 3r V):7" 

P t*=./W]^^-73i ^-2--Y ASrfV V-l-^-— 7K 
_ . fj^ib^f^^. 1-2287 : 2-T ^ > : 2-;* #/p-^{5-[3^3-'T-fe^/V7 a: / ^ri/)7°P fc* 

e^^^7^^2-^y^7^^-l-#— /K * 

fJ^-fb^W^- 1-2288: 2-7 5 J -2-* ^-4-{5-[3-^4-Tir a: / 3f i/)7P t° 
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4-31 Et 2-The 0 

4-32 Et 6-Bzt 0 
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4- 13, 4-17, 4-23, 4-24, 4-27, 4-28, 4-31 RXf 4-32 «J „ 
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y^^^Jlf ^4-9 : 4-p< #>V-4-t (5f y P "1 >-3-V Mxf^ 
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A*fe{± x (DvM M (1) ^v^'r 1 **^*^*..^ R 
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^W^bTKmm;^ gfS^3vK g»^/K ^T'otVK TO^/K 
fSn^*— fyKD £ 5 ^oc— x/^® ; * / — /K y — /K n -zfxi/^J — A\ 

4 y:/py-?y-/K n-:/*/-A\ ^fy^y-A' v t-^;-;K-fyr^ 

lit !r^js; y&ji ' 

; Tk^k;^ y^w^ ~^y 3^ a, Tkfft-fc Ky 

1 5 ft7bm i i- oj$h (&$'mi ^ra^s i o t>-j$n> -efefco 

RJ»Tm. #EOS<DWtfrffc-a^ (i i I) mr|oX v ^Mi^i 



WO 02/06268 



PCT/JPO 1/05988 



203 



iA2isii, (iv) *mir5ik<et®*mm-rz>JMT*h*) , 
e>k msro^Tx {h-^fe (i 1 1) <om Yn*i/m*mm\m&\,*L'&s & 

^i/^/^-/^ pi) K©«fc 5 *^^=^7^ K ; ^-rvi^P ij h\ 
=^ (VII) ^p&Vc^Af^; tj»-ct , #»tef±, */Mx 

y ^*iwb4WB ; y^i7^^ -7- h y i>% )> y <7 aoc i> 

t-y^v, 4- (n, N-^ W5y)^!;^y, n, n-^^t^ 
,yy, n, N-^xf/i/T^ii^ .i, 5-v?Tiftfv^ti [4. 3. 03 

S-^x I, 4-v?Tift*^tz [2. 2. 2] (DABCO), 1, 

S -^TIf lf^ tf [5. 4 . 0] -T-^Vxiti/ (DBU) 

feii<oi?fetLtf#ic|S^fa$^v^ % ^Jtlf, ^y^v, y?xts( 
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ot^ 753*1 5 o°c) yh%>» 

WtotS^sas; &#; 0^12 o {^iiciti otMi 5 ot) -e 
SJE^trnv 4^4.8-^4* (1 v) tttWot, TOM^^e>« 
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•*A3I|ltt % -«5S: (V I) «r^rr5fl5^*«r»SH-«3»*Xffc9x 
'Sfc*, ffc^ (IV) £ N ^ScD#^ETs -tt* (V) &^5flS-&tofcRJS;*-£- 

. n-zf?;-^ ^fy^;-^ t--7#;-/y s 4 -yy %tv7 a*^— 
7bw i o o X) wmimp Tcnrn s o '*#-ei« 0 

. ^^T^ v *^©s^^ (vi) ttWot, ^fSflUHbd^H9R 
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mm^mrnxmrn-r^ ^iiac x^m, mm-tz ^ t &x% z 0 . 

f A^igii, -fax, (vi 1) ^irU^m^Wk-r^TMx-h^o , ^FiStt 
I2$tvfev^ #Rtfv :^*?Ws .^Vv. IJ^WJa ^jftat-^A^l:^*: 

Jhia^fc^ Z ft^mh \,x\% m±f v Mia AfefgA 2 x^o t K»^^ 

^11 2 0IM 0aafcttl-«5Nft»5«.0-l*ITOL -e-JbSo 
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^A5» ( i x) *mirzik&mmmirz3:mx*&*) s ft&ty (v 

mxh^O, ik&W (VI I) TOt&£J&4\ ilO#€T, ^7x=yi/yyi 
7i>K<D£ 5&^7 y~/W^7^KM#tRJ&£*fcms Htt* (V I I I) 

li§^v^5, {fl^tf. ^f-v, ^zr* 1 ** y^^v. px-f/wi^, 

.;•;;•;„ /.3.5 ,.&sw^t|ffl5, 
±»5as^ife» $ t tt ft, Huia A^m A2 x#© t k » * -v 
m\m, ^mr k ism (&t&m\m, h v % ia -sh*. 

(VII) £s>7 9 ^H^6fe7 $>:Kgf^ 

v tffe&w (v 1 1 1 ) tsfs;§tsi«igt mmt&m. Mm,-mM 
•fti^te (vi i) ^T^-A'mmTpvmm^tm^^^^R^mms. 

WK&m (V I I r> i^$*5fe<©^SJga;%1t v ^iW^ 
^mk^fci^m^^^ i 5&75S2 (^11^3 2 

itfc, jt&m (V I I ) :&^7 y r^MT ^ t EJS§^5^fcx ft 
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x) <n^*T;i'&m%^zzt\z£V)ftt£t>^ ^mmm^s o&m (ix) & v 

o p^M, ^ Pa 1 , 2 p'ax^ V % .&flE&&$£> £ ^'jfeXo 

/K n— ^ / -/v. <y y -/k t --/^ y— /k * yr $^t>3 -/k 

^.-/HSR^^-^m©^^ tf^lFiim, y -A'&TJ^ > 7 1 Ft? 

m-b&mcn. xmitfc ? m±. j> y p j*±te&mih* zmy^-v^) x$z> 0 
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1 5 0°C (friltU*- 2 0X75115 O^C) -VhZo 
4 8fl#B8 GSFifiRlH: 3 0^75312 4^) -<?fc3„ 

ia 7 xsi*. (x i ) i^a^ieHSri^tikie-ojfe *>> fti* (xi 

A'tf) £ 5 fc^r^Afli ; ^ / — /K ^ / n /V —JfK <tf V 

J -JK n / -/K 4 x J-f9'J ~/K t ^ yTAA'TA'a — 

M i?ic^V^y y a v-jyi ^* y -fe y w y — A/ v ^ p'j^Hv *-/K 
^AHb n Vfl/~?<D J: 5 &T A' 3 — A-Ht ; %MKf % K ^^a^/^at? h\ i* 
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EO»Tm, *^J6©a6Wb£* (XI).tt»^ot, KJE&m£»kSI® 

"t>,'ib^ ex ixjemMtKmz^^ftMum. msfex.* r\< R^ r\ 

r s \ R te RjasR , '^*jjtsr ■.> \ t K^'VRXV^W^.f*^^*^^ 5 ^ 

<fcg* (X I) .S^^-l^**$«&^$*i5^g^«E^ ^JSK^M 

V v ^^oc-x/^ «t 5 fcM^ftTkffflS ; ^i?^ M*ci> v ^rixvvo i: 
5 fc£#Ss£ftak£g ; ^ n tz / ? is s i , 2 a 

>f y/o/V^, n-#;-;K ^y^;-/K :t-^;-^ 
-Y yrs.tuTA'X ->k e^rc^ y 3— /k ^ y *fe y s>< ^ ^ / ^ 
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its-® (xi) *m&b&u&i$&zm\zmiistizm.mbvxY£^ mx.a, m& 

-«fcif^^b^Ofit^fciv>TS*n©3Kfe, Mittf. T.W.Green, (Pro 
tective Groups in Organic Synthesis) . John Wiley fe Sons: J. F. W. McOmis, (Pr 
o tective Groups in OrganicChemistry) .Plenum Press (£iBi!c0>;fr8H;i «fc V£k 

t<z> x o jm 5 v k&x*% § 0 ; . . ;;V .. ... 

it^^/te—TsK ^ 7 T'P ^x-7^ x 7 J, 7 1 KP 77^x 

.ieti^ mxmm&T-mm-rzz tizzy m£-t5ZLt&x i %z>o 
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y ^ a© £ 5 t^Tfy% v&wtmtwk I k, mi 

K*i ; T if* -T 'jfc7 i/^^T-y ? > -/v© J; $ * 7 =r £ ;>ffl v > fe 

■7yUBr-Af v - -^rc^Vi/^y a— /K ^yjfe y /K V* U^df f-y 

RjstaftRvs^isratts j^3fsKb;^i> serp^ snssse l < im^ic 

mzmfatteWK » ^Mhjk +i?9v* y^»>fv % sfrc-f^i. 
«ftzc^ i»^wif>t/ % mfc??^ mmv^wx v 
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y y n — /k ^ytyy, ^ ^ y — /k s/* n ^r-y- y — y ^/i^fe o y a<7 

<fc 5 *^r»l£^ irk* . M&tf, ^pp */Ws ^pp^ ^y i, 2 
s X s?* ^r-fe hr ? k, ^ ^ y f y r £ 5 fcr 5 Km ; 

h (can), 2, 3-^pu-5, .e-^Ty-p-^y^/y (ddq) 
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jbm. i 5 o °cx\ i o frWiTbm 2 4 i$fH£i% £*l£ 0 

• ' Vfciw* ? tiHty S& w»s ttyxjC-frum.^ P - V^^^^m, "# 

1/ hV 7 -frit V h\ X2 1/ y. y zfn X K© £ : 5 x|£ ; *^%%mm ; 
e^^fl5^k**lp;iffife^^ % .^^/k gt^Ptf/K mm*-?-*''-* fcWt 

T-nz-V -A\ n / -/K V / — /K t J ~/K * -VT 
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7iM$£££ (»igfctt, O'CT^ 10 0*0 T'fc'5 0 

kjs^r»1«> 0MsKb^», ttffl^^'asft, ma* RJ&m&#\z3:*>%fc&aK m 

**T-^x^^-r5>fb^T«f 2>^>\ xi*. #Hb*m*i mm. ® 
mm&t, 'mm<D£ ittmmxmm. wm. mm, V*^***^ P - 

'■31 *3S ; mm® J: P .;. 7k ; ±iam©m^m I T:fe5o - 

75I10O1C <0j£fcfi, 1 0 < C75MS O < C) -e v l#TO'S2 4^1||j^$^o 
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tf#K:|5B£te&v^ % ^tv. ^w, vfvfv* -^m^-y-^^ofm 

aifVK g^^P \*A*>£ o ta^^TA4R ; ^^/v^-x/K *M f/V3i 
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h (CAN), 2, 3-^PP-5, 6-^7/-p-^V/#yy (DDQ) 

5 0°CT% 1 0^175^ 2 4 8^9^*1 £ ft 5 0 
^fc, ^T^^T^b < tip* * 7 -V, y — /K n -^pvV -JK 
4 y 7°n^y -;K n — 7*^ y -/K '^V^t* J -Ay t-^^ y — /K <f y T -5 

Wt7^3— yu-, : e^^-'v^y'y 3— /k yy -fe y ? y — /k ;^p^t 
stc, v sitr/v? ~ v^-mt-rh y £ Axit f v y y A~f 

1i(**fli&tt* mmmzi: vmz*^ Mfttto 
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»j tyj*(D& o t£T)\<* y &mim.i&M ; fim&m vj-vj*. mmfcm-r hvv^ 

' teRj£t*fcV\&S, -KRlSSrftlftl^afcfttt, -2 0*575111 5.0^ 1«# 
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u y© J; p «ap ^VflslWfcTMHi ; MffifeatfvK BHRat^ BW^n-'tr 

-/p/V^K 'fyT'P^V-^ n~^7-/K y^z-zK t-y^ 
/ -/Ws -Y yr^Tf^-zK ^xf i/y^y /k ^ y -fc yy, itvz 
/K f^'p^flM— /K i< f A^p y^7*c? J: 5 47^3 -/vf ; 7t F y, * 

ii'^x - l o °6im 2 o ot: (fe&iu*, o xjm i sot) x\ 5 ftmibm. 4 8 
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,7^a*i/, = y^P^^U<«:^ry i (?^i^fe$4^-Ct>J:V^l^3fl<0 

sit? *> 5 *g-<© 8&xBu&<DjkWrbm&\zLx.m&b *m* aitfcfcj^aw&Sft 

So 

■•■yj * •• •• ""■ 1 " ^ ■*■ *'**'■ - ■' J?" ••.-■•» "if" > ' "■; - " ". v- '"* p - •■ • . - • •'• ■•' ■*,"•.-. 

tY; m^mtti-^mt. 4t&® ( i > yc,. r i sot 2 ^^i^-efc 

/V, yfu*<j n -^^ y -;k ^ y ^ /-/K t -y^ y-A\ << y 
*t/-/K y ^-Arfc p y^y o <t 5 ftTA^ -Am; o ) . llO^f 

R ,a -Z (XI I) 

ZIJ/np ^JgC-? Sr^f. 3 

i ; otttM s ot (»is^«^m#i£) -C3 0 ^FhIbs i o tf?m b# 
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r $ h\ ^/UT-t h T 5 K> 1^ *7l/ y h y T 5 K9 «fc ? # 
iA9Iilt.» (X) jfcfe-i&fc CI) ^^i-S{E^^3t-t.5X@X 
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R\ R\ R\ R s \ R 5 ^lFR 7 '|Cfc1t5T?; N fc Kn^&OV^lX 

mtZZk, ^tffc/xtt, R"fc*Jtt5t K-o^S*"*«i:«J:i:teJ;*)fTt> 

iai oigit ft&m (i c) *mm-rttmx*&\>, {t&m dx) ®^ 

X/V^5l7GLfc#, 0rSkit>R\ R\ R\ R B \ RWR 7, l^lt57$/, 



t*#f:m ; ^it¥H r s taw s t : • 

\fr~u^m-?hZ>ik&yo (i ej N x^^.y^s-T?feS'ft;-g-#) (if), xas-c 
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NHCOgR 10 f* ' NHCOfl' 0 fff O „ 

^> 030 ofe-i) S 

nrW ""i r " .,,„, nhW f>~, fo „ 

'«□*> ^ ^ 8 

R 3 © S 
Oh) 

R 8 ? R 7a r<* r*» 

, .., . , .,. w _ (CH2)n _iH Br - . ^ Bi2xm » w- w i-yrvY^ . 

& .<-;*• > f r***;.*JSfi;- : ? . - - v v»--*-r- "W -'/:&•",••:>; r -v^. ^ ;: - j-i.v- .* • ^ ■ '•V>«' -» - - ; 

' ' • * ^ ' ' NR'R 2 R ft 7 s ' ' - " ' 

ts^ hx.— y-^r 5 " ooain x„/ 



pav) (xxrv). 

MrIrZ R 6 R 7 
}B 1 SIg . I A-A 
— R*-4— (CKJn^ ^-Xa-Y-R 5 ? 

rv s 
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R 6a R 7a R 6a R 7a 

M fBl6Ig A-A 

W-(CH 2 )n--f / V-B"- W-(CHa)n-/ V- CsC -Ya-OH 

'V/ HCsC-Ya-OH \ J 

s s 



(xrv) (xx^O (xxvi) 



IB17IS A-A 
>- W-fCH^n-/ ^-C=C~Ya~OR 5a 

HO-R 53 \g/ 

(XXVH) /VTmv 

(XVIb) 

ilEk^ R\ R\ R» A R\v R< R'\ R\ ' R*, R\ R\ r»\ YRTfn 
C C 10 7 -As* V ylX \m$&m a RV b ^ Zh5 St? 1 #M 3 
$ ST'l 3 thtc7 ]) . -Ask&TF; U Wtt, TI3-« 



(x iv) %^ir%tt&m*. ^m^m,.mmR^<9^trA^<DmET,: 

(XV) &miTZ>fc&®k Sonogashira coupling BO&£&ZCk\Z}: V0 ... 

fcv* ^*.tf v : y ^B^f y, ^ift^—T^© £.5 fciita 
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^y 3-;p^ ^vp-e— x/vc> «fc 5 >5st— fvMK ; Tir h ^> ^/^^/^ h 

6 ? - J " * * * -ElSKfeKTO £ti%s<TV?7 £MM£ l>XtZSmtiS<t> SonogasHira 1 coupling- ' ' 

^200^ mm\a*o < c7 T jmi2oT>) vhz a 
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%B2 lift, -JRS; (Id) Sr^rf 5fl5^Sr«Jtr $ XSi?fe 9 N (X 
VI) <DW& (W-l ) IX'fcS^ UWBAftfcA 7:igRtf»A 8 Xg N Xtt 

v : «waAtfeKs a 9 xmi pmitsos £ it k * 9 ■ jgjgt- s ^ t s„ -ft; 
v '' ■'" "" : ; ' txVii <dw& (w-2) Xtt (w-3) sr-fcsm^H«iaA^A8a:mt : 

PHIfc&JS $-£5- J: 19 -jW' (Id) ■%%1-54k&®%mm-Z - £ Jjl-Ct 
<5 0 

_ iBaisit,-^ (XV 1 1) ^^s^fef ^it-rsxsx'feo 

if". ^ (XV) %i^3-/V-^7V.t.^,$*fci^b^ (X I V) £ Suzuki cou 

. -\pUng^ 

(XV). &;!(/^^^ 

W Suzuki coupling KJS$*S^fett, BulBBfeHB 1 X&© Sonogash 
ira coupling IXf&bf5l1l&lZfft>iiZ>o 

^V) T*fc<5„ 

. ji^ia, r^ y ^JiT^^^K® (mhf^izm^hv v^h^isWK' 
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«B4 Illi, ( I e ) &#r5te8^&«3£TSim-Cfc»K -fk^ (X 

vii) (w-i ) s-efcs^ Mia a&s a 7 xm&t*m a s xa. x 

'{fcl^> (XV I I ) (Z)W^ (W-2) Xtt (W-3) «i?^'sm-a-Ml3AfemA8X 




-#lO&fcttfcv^" ^^v, D^pV^ ^jtfji— r/i^J: 
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SOftM*. tiCtSfiaoT^^S^, - 2 G°C 

75312 0 0^ (MRiteo'GJbM io o^c) -e&5 0 

7bm 9 €^ j§jc« i 5 7 2 mm) XhZ> 0 
Eu&kT&, *Rfo<Dmfc&<fo (xvi i i) \m&\m^x^ &fcM&m> 




; r " " » 6 xMn.: ( 1 £ ) 4r^s f b^%^«i- 5 xmr-fc •> , (x 
v 1 1 1) cow (w- 1 ) itfesi^, : isiEAftiA7itMA s ig, 

MKXVJ I I) W (W-2) XI4 (W-3) ^T'&5^&lWiaA&f§A8 
xa^^^KJE&^-fra^K:^-- tt5fc-(l f) Sr^«.fb#«®it«ri 

iB7m ex i x) mirzfc-et®zM&~r%TMX'h *k tt&m 

<XVI) <bw# <W-1) St?.*,*^ HU§B A£fg A 7 3Ml®A8 Ig, 
M (XVI) <DW& <W-2) Xfct (W-3) S^fcS^B&iaA^ASXm 

• v kmmzBu&ts&z^h\z£ v, -^(xi x); %&ir5ik<hm*m%i~z> c » 
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fB8 X@tt\ ( I g ) ^ftSMMtSIgT'fc 9 s (X 

R\ R 5 \ R 6 * Rt*R T " l£*5 It 5 T ?; 7 , t K 13 * ^Rtf/^ L < tt# 

\ ... ... . 
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%m.2 0 0<C {%m\Z.tt.OXJb^.X 0 0°C) T'feSo 

OT#f?m2> m^MblN^ Rrt?fi«#lcJ;>3S*5^ 5 ra- 

ft^ 6B#j?3 (^jfifcttl 5#75S7 2^0 T?&5 0 
WflKlJ:W**>*l*R\ R\ R\ R*\ R*RXfiR u \Z.&tfZyTS.y, t Ko ' 

R^fcltar^SSTfiyBrs^fc* RMcfcttSfc Ko^i^SSr 

««*-a;fr«stts gfiB A?fe^ a 8 nut mmznptiz>o 

!B?]a«> Hfet (I g-D W5»«t5IgX'iib^ ftV 

# (x v ia) yf&mm&. m^i^im^t^(DHm^y.fm^mt:m 

\ R\ R 3 ; R 6 *. R^RtfR* M*5tt37 5 / , fcKP^fi/WfKWl 
^Bl OItli (XX) ^tt^^|{itt5iatfe!)\ m 

(x i X) ^r^itt», ^jKiv^^^i^^ttiftTfciti^fc 

R 2 N R\ R\ R 6a R 7 * jo It 3 7" 5 J , t *i/RX$/% b < tt*^^ 

.. . ^b i litit ( i h) srw-r^^^jt-rsx^T-fot), TOtt 
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pp*M, ^ao;ir/, l, B&fcifeXoJ: 5 

J: p fca:— f/HM ; y ^ / — /K ^y y -tk n -/n/V -A\ -Y V^paV - 
/K n-^;-/K -fy^y-/K t-^/-/K 07^7^-^ 

T&mzjitTA'* -as (a %^K:tt % y. y y -^x^ y y -M ^fcs. 

_libkj&k:&^ &MMim t Ltit, TK^it;^ vmi- h y tk* 

ft:* •> y As **fl2^r y * h y *a<&* $ iff y 

: _ ^ , ;. ^ &JI^ 

. jfrnw^^. ^s; « v fe«^{cj: «9m^-5^, mat. 1 o 

. SfMJn^^ff^^HSR's R\ R 3 > R 5 *, R 6a Rtf R 7a £33 5 T ^ y . t Ku 
R'KfcitST ^ y SSr«tt« n t , ttFC/Xliv R'fc&tfS t>'o^f^ 

(i h) mmm<?x, mmw^-m^im 
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MB i 2 -f&& (xx i i ) &Gi~5ib&m&§mi-50U&T~h ^ it 

&m (XXI) 1k\Y&m (XIV) t Suzuki coupling i K: <fc 9 ff ' 

ftfctk frJim-i. BU13 B B 3 Ig© Sonogashira coupling BJfcUfr t fflWi 

: jib 1 3 ±m^ ( i i y *mir5ik&mzmmi~5oumT<3b ^ , '<f&Br*A 

(XXI I) (W-l) £Tfc5»^;RtfBA^A7XigS:^0A8Xms 

■fl^s* (XX I i) <7>w*5 (w-2) xft (w-3) mx-hzm&m&AmmA sr 

tia (i i) ^i-s^^^at-r-sjit^ 

* f BHIglt (XXI V) ^§i-§^#^«it-t5Xm^«9^ - 

(xx i i i ) &^zite®tiTrt* f&m&k £m §.tsr £ k £ «m 

4^. '*Itlfflt^ J. Heterocyclic. Chem., 20, 1557 (1983){C|a^$tbT 

•jwsaR&tefbjl $ ftsflfrg* (xx i i i) ©r^y^Jiitf*-^ (xx i 
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15 0t (frigid* 6 2 0*0 -efcSo 

BLfomrfes *fci&<D (x x i v) atsifet, rate**** 

(XX I V) (DW*5 (W-l ). ST^5^ TtufBA&SgA 7ISMA 
ti&m (XX I V) «>WA5 (W-2) Xtt (W-3) S-C^S##H&IBA^A8X 

&b i exmts <xxv i ) ^If^fli^^il^tsist'fe^ - 
« (x i v) Sfttsj^-«:(xxy)- 

^B 1 7Iitt % (XV I ) tC*3V>TY^-Ya -0-R. 8 -fc#?"5£ 
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•e*5W(xv i b) &§!af-f 5xar-&<9 % (xxv i ) jftsfc (x 

XVI I) Sr#*rs^f^i, ■^SHHSttE'K 5fc3SK/&^<fc9ifig'g-1-5£ fcR:J:l> 
#fcRStt3&v^ % arnica t?xf/P7yi?*^^Vl/-h, ^y^ntVi^ 

fM^A's Wt-dOk fifcgfc^/K KS^^co J: 5 jfcxj^'^VsfciL 
is, *j^=?\sz/jry =1— >we?^ ^vi^ai— ^Kwa j- ? feet— ^/ujg • ^-fe 

. ^h&o : • . "' '•' ' '• '" ' : ! : ■' "••v."'- . ' • ' 

^ioTBfe-5^ iiSx i o'&wwma fifflx-m , tm\z-\-z s 3 0&ITO3£l 
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(xv), (xxi), (xxi i i) x\± (xxv) bgJ&Z*tz>zb\z&*>* ikfr 
to ( i d) ~ ( i j ) %M&?ZZ£%^.%z e . 

pR<bt$t( i (vi r |.j rV (xi i), (x f i i i), (xiv)^(x, 

vxjxx i ),• (xx i r i.Xv..(xxy) RTf ixxvi j. >, « v 4* 

ffi$t&& (i i) ki^ (x i v) it, kTo^T^kit-r-sit^-ctSo 

cfett. fb-^fe (xiv) &t* v -fb-a-fe (xiv) K^x^y^m<D 2 
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p6a p7a pGa p7a 

(xxvnD (xxix) 

l-(CH2)n— i-Br ► tf-JL-p^—f. '|_ Br 

V R 9 0 2 C CO^ ^ ST 

? (XXX) ... ..... , ,. ........ (XXXI) , 

o6a D 7a \ 

C0 2 H rt H 



c 02 r 9 Rt0 "-° H cvno 



(xxxn) 



NHCO.R- ~ C6X ~ A-A 



/ y few* ■ •■ <•;.■.. ■ • • V • 



;.(xx?aii) v (xiv) * 

; (XXXW) ; ^5XXV) 

R 6 ? R 7 ° ... R 6a R 7a 



<xxxvq T 00 (xxxvn) 



R 6a f|7a ^to B 7a 

GO2R 9 • « ,0 -oh (vm) ^9 s 
(xxxvm) (xxxix) 

#*» ' R 7a ' 





{XL) (XlVa) 
±15^:* , R\ R 6 \ R Ta v R\ R\' R* R"\ n RXfWit s ' Lfc%<Z> t 
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jRci-isw:, -ma, (xx i x) ^fts^^^tsittfc^ 

5£ (XXVI I I) *^Tf5ft:^»iSr, ;R£t&§^<K i£S<D#&TXW:##£T 
(«FjSUiH:^h9ET), «5SttfcKJ»**»JlfcteJ: 9frb*K fiuIBAfe 

%6 2TM\±, -®& (XX X) ^^^{K^^itt-SXS^fcV) , 

«<D#er> ib^4& (xx i x) Kp^^s^jttii^fc^ifeufeiu 

R*ft?t5 r t K J; U frfrtK *X@« N fftfB A&3S A 2 X@£ H«{CfTfctt5.„ 
fC3Iitt, -J&5£ (XXX I) %mT5te&®*AirZTMX*ht)\ '^Jg 

ttiWfc'K ft^i (xxx) mmnfmy, (v) tm. 
; mt4^m±:-w& cxxxi'T) ^•f^^m^m^thiMxh v , * 

.JS$8fe8«f»;-. «ii'(xxx i ) )nmmi-z> £ i <fc b if*? 

JBC.filfiHu (XXX I I I ) *m-%4t&&*m£f5lM-T*& *> s 

<b-a-#? (XXXI I) <Z)^^^V/l-S^^^^^S^WL, StAr**~-' 

h«^i-$^&T^*), flj^ti (xxxi i) & N mmomsr.s 

fti-a-^i (vi i I.) iafes^iiteiij^Kj *igtivflWBAt^A-5x 
fceiitt, <x i v) ^mtt^-xM^m, ^(xxx.iii) 
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*Rft<BB6WfrG* (XIV) W\ tftl^ot, 

ic 7 igtt, (x xxv) *mt£ik^%m&'rz>j3&?ib r> v „ — «t 

...5£ (x.xx i v) Z^fZik-frM*,. ^%$BM*sM&<oft&Ty.tefFft&T W . 

* M&Mqs uiomiT. ik&fr (xxxv) ©t *i/S^j»Ii^ U 
fc:9i©i, (xxxv i i ) f^Sit^^iiit-t-sxmx'fc •) , 

(XXXV I) £ itt©#STs fls£fe'<V> ;££&<Nr 
5 £ bfc£ flfxfrtk B&iaA&^A 3 XSi I^M^ff fc»H5o 

tcioiitt, (xxxv iii) %^&4to&&>&S$S£tz 

Dv^iMf, (xxxv i if%m&tkj&t$it, jxbk&m?zz.b 

Jc i im (xxx i x) ^«?b#^Mit^sx^fc 19 , 

. ib-^> (XXXV I I I) 0jJSVtf 3f *//l4££ ^ 17 ^.f^^J^|r# U #7W< 
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7*-MJ3gjfe-f5#8re&^ ik&fo (XXX-vi I I) TOttMf. 
£*fc&, (VI I I) bW&Zi&ZyZ.kXz.i.Vfflpfi^ *IStt> iiftfSA 

^ a 5 xm t mmz.ftt>tiz> „ 

|ci 2iStt,-M (xl) &%1r5ik&ito*wmrfZ>3MX*3bV, \\&m 
(xxxix) <p^*?jv%m%1r%zk\z.£*)ni3:pfy>s HufBA&m 

-a-fe (xl) %%m{kffltfcfo~£ : &z>z-'b \c£V)ptiit>nz>o . . 

m^m.^ t^y??, v k> p ?j^b^ p^fc^f > ? ^>„ 

K) T'foSo 

±IBI^fc<teffl§iy5||^ftglia:C-Cr3u '^^ttfc*^ 'Compre 
*hensive Organic Transf orations" (Larock, YCH, p3l6-317)lJl|a^$ttTVvS £ 

5 ^75^4 8« (Mfctt 3 0 ^75S2 4«) T?&S 0 



WO 02/06268 



PCT/JP01/05988 



241 

Dfett, fc^ife (I I) tCfcV^J * X^V= VylT'fcSM (I l a), 
X#3i*l>i'*T?fcate^ (I I b) N X$tf~^£^ik5tt#fe (I I c) % 
X^-CO-CH r lrft5ltfe5{b^ (I HK X*5-CH (OH) -C 
h 2 - & w-f zm^hzitft® ( I I e), X|5ry ^SXJ4p^a^bI^ 
isfrzmx* 1 753&3 <@g&£*WtT U -A^fcSfls&fc ( I I f ) mfiX&Wtm 

iHttitifx-fosft^ dig) ^it-rs^T-fc^o 
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R 6a R 7a R 6 * R 7a 



(XXVIH) 



(XV) . 0I a) 



R 6a R 7a 

lD 2Ig a , A-A H 2 Hj, 

— — R — (CHa)n-1— / y-C-C-Y-R 54 

(Hb) 

' R fl -(C|-yn-1-f ^-Br HC=aC _ Y _ R Sa -(CH^-I^^p-C-C-Y-R 

(xxvhd : (XV) (no 

tf? R 7a R 6 ! R^ a 0 

^_, (P H 2) M-y'fa=C^-R^ % DAX %:> R«-(CHj n .1^ V i-&-S-Y-^ : . y 

(Ha) (nd) 
(He) 

™ ^"©-^ • m 

(XXI) 

■•'*■?«*■ fl«* R 7 » 

^(CH^n-l-fyBr g£lH , R._ { cH 2 ,n- 1 -/ V W Y -" 58 

Xc HX,-Y-R Sa (XXIfl) 



S 

(XXVIU) 



(n g ) 



\ ■ 
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R 6 * R 7a R 6 \ R 7a 

R — (CHJn-l — s \-Br — = « — (PHjJn-l-^ -j-CsC-Ya-OH 

\ s / HC^c-Ya-OH Ng/ 

(XXV) (XU) 



(XXVIII) 



R 6a R 7a 



fD9Ig a A-A 

= R— (CH^n-l-/ V CsC_Ya_OR 

HO-R 15 * 

(Ha-1) 

±^>f> R s \ R 6 \ R\ R\ ru X„ Y, YaSSlAtt, ffrfcbfcfci© 

iDim (i i a) srgiitf sxm-Tjfc^ wsif, <m-&# 

(XXV I I I) %, v ^R^7^A|iifeEo?^&-F v <XV) 
fc^ft £ Sonogashira coupling KJ$; £ £ Id £ 9 ?t£*>:K #X©2fitffia B 




(I 

fD3iii4 N (i icj &mmt?>xmr?h v \ (xv> 

•a-^7.yiK|:|t^, ft^t;{XXVl I I) t Suzuki coupling^ 

^^.f fci^ff^*^ *xa«WfBB^mB 3 T.ubmm\mt>fi%o < 
i.D4tt^ d i d) £g£gf £xm-e&9 v (i i a) & x 

:<i i d) &mjb-rz>z tkz£vn%t>^*xmmmBmmB 1 1 xat ^ 
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iP6it»< it&m (i i f) ^mm-^TM^m. m.(xxd 

^fe (XXVI I I) t Suzuki coupling ^$^5 £ i fc£ 9 fr&frtK #1 
^D7ItM^(I I g) ^5t-r5XmTfo«9, (XXV I I I) 

is mm^L<\t.yfm\mm^\mmmmr, {b^ (xx 1 1 n ®7^ . 
y&mi£t£jfo£*3££:k:f 9ff**>n, ikmwu ariaBi&gB 1 4xmtim 

tiD 8 am*. (xl i ) %#i~zik&®*mm-t%JMX'fy *? , ft^fe 

(xxv i i i ) (xxv> tR/fe$^5^ t {j;«fct)ff^^tb, *ig 

mD 9 X&Kt -flS^tt ( I I a) K^tY^- Y a -0-Sr#-f5^fc-5 
-foa^ ( I I a - 1 ) £«-f5XmT-& t) , (XL I) (XX ' 

vi i) iKfSs^'aji tRii- ^n^Hvix^j*, mjiSBfe^B i 7xat R' 

E&n, *Slim9{b'a-% ( I ) <D$fflfcX'ib54\&yo (XL I V a) % (XL I 
Vbk (La) (Lb) R0t«fiBt^S^r»T»fc5 Q 
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„ ■*» R ,,x N»^ S f^OH Xtt R»^o^'p ^OH 

R COgCH-CHj ,!, D f Q 2 Amos 




NR'R 2 
(XLIVa) 



(XLV) 



R* 



NR*R 2 
(XLVH) 




(Ph)JP*-C-(CHAn-Ar 
(XLVI) 



(CHa) m ~Ar 



nr'r 2 

(XLVHI) 



.<CH2) m — Ar 



-NH (DQ >)— NH (La-1) 

CT O 



(XLVII) (IJ) 



Ar 




NR'R 2 )r~ HH ■ (La-l) 



(CHdm— Ar 




(CH^-Ar #B10Xg- | 




(CHaU-Ar 



-hta^f, R\ R\ R\ R 4 \ R». Ar, m&tfZft, fltn&Ucfc^^ItfS 



HE 1 Itttv-^ (X L IV a) 3U2 (X LIVb) &K3&t-SI&*T?fc>J > 
<X L- I I) W^Ste^©^ 

t, y ^^Ti-v (XL 1 1 1 ) kmrztekfy%m^xm&kk. 
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*a§K-e^m^^S«tt#fc|S^tt^< > -fb^fe (XL I I I) ©*T?fcftV^ 

(xl 1 1 1) wspia^tMs^v.i^ -5 0-5 ; pttfe5 v am^ 

o~4 0t-e&5„ 

. : . (x l 1, j i ) <DMm^ x o.xm&z>j)K 1 $.&&m'% 5.ojtmx*>*>~ i 

, Mi^3 04>75^2 4 nt-fBj-e& £.<>,, ■ , . 

', »m #K*|©Bfl&<b£4& (XL I V a) X» (XL I Vb) ttfcSfefclffc 

: i.E2rti4, -fe (XLV) z^fzhGwzmm-z xi*& ; 

^HtU '!Hb&jO#2E"K lb#t» <XL I Va) <57/U3- /V'lSP^-SrT/V^t Kfc: 
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VJ±$t%m^X?7t>thZ Collins mfciULibtf-WPs mkfv^mt'Vi?-'} 
A(PC0Srffl^Tfrt>H5 PCC mt ; WlC+'f-Wb. —V p A^fcfiJ i?= £ i» 

(PD0«rfflv^f?*>jx5 PDc^b ; mt^^-^y^, mm^n m^mmmk, 
Mykhv 7^*vmm, mcfr*-~ft's mt^yv/K mt^-fv^K 

OTtf U-:/, H« • t° V *Jl/$£W.f£ ROW ^vt^/l^* K (DMSO) 
Zm^XftfrfrZ, Swern$Hb<£> DMSOgftfc ^tflJftflS^VS^lX ft^ 

ii^l 0-^l2 PlTfc^ ^^|iv 3 .0 »I 2 4 B#^-C*>S. 

HE 3 lift, -$5£ (X L V I I ) &n&Z>fcGW$:W&rZ> Igffe 9 v * 
ig4SB83W«K mS<O^Tv (XLV) ©TAftFl^ H&5fc (XLVI) 

#Km5tte&v^ &jg(a3u ^v^v, f/^ai*, d^yi^yoip^ 
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Vtf><fc5&^— 7VHI ; Ti? f = h y/K -< y^fo^ f y/woi: 5 h SJA' 
|g ; zK/UAT 5: h\ N, N-S^ f/V^/VAT ^ h\ N, N-v^ hT^ h\ ^ 

<5o 

5 ftr/v* y ; ^fife**4- h 9 »A V U $ Ax £*g£7fc 

3§ y * AO J; 5 ftT/V;*; y £g ; 7k»te y V A v **fft^ > y l> 

a, 7K*fb;^ y ^ a© J: 5 ftr/i^ y &f5$3f3fc4fe;g ; h y V^ /mfc 

% y *a, TK^b^ y ? a, *sHk y a<z> * 5 ^t/v* y ^w^b'^s ; * 
y £.a * b >% -t- b y ? a^> ^ Kv'.* y ? a> b f > b\ * y •> a^ h ^ 

Vb\ > y £A tr^>^ri^ 1>\ y ^A^ V*VKi©j: 5 ftT/v# V&Mtjv-i 

^ y i>v N 4-trn y e>v tr y s>v > • f=» y >\ 4-(n,.n-s?;* -5 / ) t° y 
2,6-t?(t-^ , ^)-4-^^tr y s»\ N,N^^7=yy x n,n-^^t~ 

!I V % 1, 4- i? T if e V ^ P [4. 3. .0];*-* * V (DABCO) % 1, 8- >^ T if \f ^ P 
X5. 4. 0]-7-t> S/^fcV Q)BU) v l, S-^TIf » [4. 3. 0] -5-/ ^ ^ (DBN>© £ 5 

^St 5 >-0;Xi*^^y ^ a n y a>^ y zru \z>\>~r % y r-v a tr 
^ < h y ^ y M r $ ko j: 5 ^ipwsiems ^ t -at-c* > 
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iifri o &mJbm. 2 B ffi-cfc «5 % M^te, 3 o ftmibm i 2 «t?fe 

5o 

its »S*t5itiaot#bW. 

$>*ui*5F»tp^ia^v ^\ ymsz\-z* ? j — =*$u — «fc ? t$m\>^ —/Mix 
mmfctettwK &ma-£ s imm-t hvtJ*. xmxcM >?j*. 

75rS2 0 q*5Ttfb!K 'Mfcfi* 0*075^2 O'CTffeSo 
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■fl4Cra©'#SnC<fts** (XL v i I i) fc&m (I L) «&-f3XS 
Twig ; N. N-^^/^/yAr 5 K. J.N-^A^/VT-ir bT5 K s N-^/)f- 

* r % m-^^^ h/nV N V£i>V©,k 5 ^«l{b7k^-cfe V> ; § % 

y tf^<oi:o ttrM ymjm\\m& f y * a n #^u«>Ao«t.5^ 
v K> # y £ b df ^ i>\ * y ? Ax v f% # y # a t-^* h 3fi/ h\ y 

K<£> J: 5 &T^# y&JiT/Va*^ Kg ; XHt/^'y-^^A; y *f- 
^A^y^ne/pr^K y^e?A ^ (H^f^y/v) r'§ F©£.5fc 

^iO O.tt'fe'^ ^Jifc^ O^ftMS 0:*r£fc5 o 
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fc£fc^fr3^$:#i*U as*«^ h y ?A N A^fe 

iE6XSft (La) fcfcVvCv R l 3JS**JR^T?*)Ds ^R 2 ^R 

3 >i)K -#t4cT, 5* (- (C=p) -) Kft^rrafl;^* (La-l) 
«X@T?fc<!h ^fflH4ttf3!RM», 3I5cmo#^Tv ( I L) £B (L 

fmifcfo ^^/^k wy/o/v- 

m§isMM : jmt \,x\^ &mm5tmj&\z.imt$frz> %<DxhM. 'w 

T % = ? A x h V 7 s c^tft * 7 W ^-^-fb P *J $ A Wilkinson $£fr) N A?*? 

''■fe«i?fe5o : ' :~ •. •- - : : ; v 

jsflsHfe&4k •;®tsfflk> »j, afeamfcioT^^s.^, ««r % 
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s ftmism. 4 8 tzmx-h s 0 

m*s mm\o^kr. fc&m cxlvi 1> ^# (ld MtsigT- 
fc «? , mmEmmE 6 lafci* erf? $z.t &. 

... fg E 8 JlfAK^jkftm ( L a ) 5 ( L a - 2 ) 

I ) £»^JL ? (La-2) £S83£« XSTfe t> , iiufBE 

femE4Xm^eT^Htisi?#So ^ * - 

^E9Igfl {tftWl (L a-lj ^iltSIitfc^ TOtt»J^ v ^£ 
co#^Ts fl^#J (La-2) i^i^ttl (La-1) fc«^<&lST**>.«K 
#IBEjfe^E5XmfcSpCTfT5 ^ t/i)5-ct5 0 . 

lElOIgtt, (La) tt*5VNT, R^^R^S-il^ctS (- 

< C =0) -) X£5*$$Vvfc$«| <La-3) £Mii^5XmT-&*) , EfSfclJ; 
*K fll^fil (La-2) ©TjcSlS&^-rsr^iCjllJffJ&tJ^ OTt.t K 
' O Mi.« v Protective 

<Jroups in Organic Synthesis (Third Edition, 1999, John Wiley & Sons, Inc. $fcB 

(XL I Va) . (XL l Vb) S:ffi>^T v JlfSE 
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siE?~Ei onm*ft?z-k\z.£V)^ Q&m (Lb) zm^-tz^tfrx^Zo 

Fifett. ik&m (xl vi) ZMfeTttm-ehZo 
f& 

H 2 fFUS zr h 2 

Z-C-(CH2) m -Ar ► (Ph^-c-CCH^-Ar 

(LII) (XLVI) 

i isr±, (x l v i ) srMit-rsxs-cfe 9 , hr 

^ (L 11) £#1-5ib-a^£ hi 7x=^7^y^j£S;$t5i t fci «9fr 

IS^ttfcV^ WAfiCx ^f-^ y^O^V, ^jftai— ^/KOi^*- 

^ kif # n !L K\ n jfc/VA ^ ,mmk)%3s, . i?^ q ui^ ^ d Ef^-gi^. 

IS (at?Wl-«^^>) T-fcSo 

Otrefrfrfo ^ii(vtt0^3gl 50t (^&&ilK« 1 lot:) -e&s, 

fg> aft, Mx.ifv 

' V P # tffr^ TA>% ?\ */ $ A—is U *y/Ul©.7P 9 i?^0 i 5 

& feft Srffl VAfc® SMP 7J 7 i £ 13 f > 0 7 • -fe 7 7- f v V X L H - 

2 0 (7 7/l'T^7il:i)v7^-7^ hX.AD- U {p-X-7yF - 
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«^(XXV I I I) N (XXX I V)V (XL I I), (XL I I I)Rt>*(L 

U ( i) ^ir^ih^< ^<Dmm±W^^ii^xM(D^ 

fiLW&fcm. Wegener lWJl % #^j4^Kteftli^ % 
Goodpasture f ;i/a>f K->>^ v T^^fHi^f Ifekf^ 

^&#3§&I18SpI£, Syd en h a m^^, ^#14«3Ev $A3&£$t 
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mmmnmf&s- m&&imm?mm. m.x&m<Mm&&, mmm. 

*«W©*f«ft3te4«gttT§ /7^-^ (La) W (Lb) « s 

*fc> Ji|a3fe#^T 5 / 7^3,-^1) (La) Rtf (Lb) ^J&^PhW 
t LT> 2 2-T5/-1, /V 

TVl^ijfft: (X L I V a ) XI3 (X L I Vlb ) W£ L-< % Jta&»«#538ttfc 2 '- 
g^-2-7*5/-l, S-^^Vi^^-ZU- *;X7^*R»#'(XL I Va) ? 
rlk (x l i v b ) «\ 2 2-T^y-l, 3 -^pXy^^Uft 
(XL I I) LffflVx ^^-^^tit, ^>V^i/^ feyi^n;*^ 

/H^W (XL i, i-i ) 5«ifS2til;5 , 

±ffl$mi&L\pfVfflb Utffit5f^(£H:, **t&#qfclttBa&&e&- 
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J: 5 &9 s>:7 *® ; m ; T t?tf V» ; h y ty&<D X. o ; 

)V ; ; M)!>A;DLP^^y; ffifJffiHW- h y £ A& ; 9 <7 y 

* v /K y if^fc°P y Ky, W a =f-/K Stk ttjBMffifc mm>{k&m*& 
TI&O. 0 5mg .(&3gfcHi x 5 m g) , Jbfig 2 0 0 m g :WMK\% 4 Omg) 

• wmft&s-comgim, l'm o 1 btko. o im g {#»£r4i im g ), 
Jbis i o o m g mmittes i o m g ) *i&A\mLx. 1 &m*> igj^ 
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Mi 

(2R) -T S: y -2-pt 5vW4-[5-(5-^7 P^fr ^/t~<^ h~l~4 ^^-7 a: ^-2- 

■< M '-y-x-Or—A' (M^ib-^^#-i-l-770) 

«Ml(a) 

2-7 ^/U-2-(2-^Ji^/V) ji^/We* ^ ^g^/Kn^x/t-' 

jfc&flS^HJ! £A (55%) 18. 8 g £i^7 ^?V*JvW*7 * K (200 m 

1) <f»K»»S*, 7k#T> ^Arrnvm Vx.J-A'^XTWO.O g (o. 
), ^305>[?3d^T.^ < -9 § MS30^»l>feo, JCV^l?, .24(2-3— 
•^) ^7 3^75. 2; g (!0.Z2^ Ad &P*^A^A'&TX K (200 ml) t£»Lfc 

V is a. %/}) # JfjV% 7^07^77^ - ) is : g^^^= 

10 : 1-5 : 1) fcTftjK&frV\ M^ti^fttfet bT, 53. 1 g (65%) 

###lfc;*^7 h/k v M cm" 1 (CHCIj) : 2986, 1726, 1271, 1252 
TXX^.? h/U (FAB) m/z : 285 (0ft$+> a 

. 2-7 %^-2-(2-^3in7y) dc^/w p >g£ ggy 3r^ftsai?.*rM ■■ 

&&B9kl (a) -C?<f £>*Wc2-7 ^7W2-(2-^^/V) xf;W BVl ^a^/Usx-j* 
7VPS2,7 g(0. 19^) ^^7—^(240 mI)£tM<(80 nl) Wil>, 7k#T> 
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imfc* v ? ah. 4 g (o. 20^) ztoits 2tifmfflfcistc 0 £ bicinffliri: \z.*m 

it* V ? A5. 7 g(0. l^JV) * 3 JHM?U fh 6 B#ftm# bfco 7k (300 ml) Rt**^ b 

£:10%!£$K500 ml)*Mz.. ^xf;K'iffllfc. ^rae^r^fP^iLTKT'Sfc^ 

?;VJ] y^u-^Wyy^— ; : g^ac^/l/= 2 : 1 ~0 : 

i) \cx^m.^^\ mmik&mmn&Mftwt lt> 28.6 g (60%mfc o 

fM4SH£*^ bA^ v .„ cm -1 (CHC1,) : 2987, 1732, 1712, 1251, 1109 
h 7b (FAB) m/z:257 ((M*H) + )r 

." ^JSMl (b) l?# b^rc:-2-^ f-/P-2^2-^i^M^^/v^a * / xf^a: 
.. XtVWO.O .^-kTC^^^M.^^V (450- mI)4'lt^lbv f i> § VI 

'1-4 ail (81. 7 $ ]j *M Rtfi/y^fr !> Vg&Ti? K17. 6 nil (81. 75 !) ^/V) £Afl 

0. 3 ml (l.49^M*mmZ-X30$frrtX®^< 9 tlTt, $ k fcSflSM # Lfc 

a ■</ V MAsU y &Jr PV^77>f- ifflfl ; *Mf1*- V : ^a:^V==8 : . 
1-4-: 1) |£TftSI£fTV\ -aittft^^SAttWIl^bT^ 14.7 g <69*j#fc 

'''%8&&&&kX'±9 h/ls (400MH2, CDCL3) 6ppm:7.U (1H, d, J = 5. 1 Hz), 6. 90 
(1H, dd, J = 5.1, 3.5 Hz), 6.77 (1H,. d, J = 3. 5. Hz), 5.69 (1H, brs), 4.1 
9 (2H, q. J = 7.3 Hz), 3.66 (3H, s), 2.84 <2H, dd, J = 10.5, 10.5 Hz), 2. 
34 (2H, m), 2.20 <2H, dd, J = 10. 5, 8. 4 Hz), 1.61 (3H, s), 1.28 (3H, t, J 
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= 7. 3 Hz) 

fatWSL*^? YAs v^cnf 1 (CHC1 3 ) : 3417, 2987, 1719, 1503, 1453, 1081 
^*7>^t h/U (FAB) m/z:286 ((M+H) + ) e 

(c) T*ft (bthtc2-~t b ^tf/V/J^/UT 3; / -2-^/U-4:-{2-^=.7U) 
x^x^fM4.7 g' (51. 65 V *:JV>) J ^-/Kl50 mD&tfx f 

7t Kn 7^^(100 mlWO^U ^te^^hy £A5.07 g (0.13^) 
&Tmtey^*A5.68 g (0.13^/P)^|J^, ^*#ffl^T v ^itX— ife^#bfc 

o «sk mmzi-Xs 7kmk*$$si-b!) i>^5.07.g (o. ls^eM&ttf&fb 

$ 6(«12(3 |igfTorCo Lfcl0%^^ (500. ml) ^(tE^ 

-l* ' (^fflW ; : 1~1 : 5) KlTlflH&SrfTVV ^|B^# 

#^afe^a i LTx 11.7 g (93%)#fc„ 

^WlX*^ K/V v^cnf 1 (KBr) : 3406, 3244, 1687, 1562, 1264, 1089 

•V*X<<?bA' (FAB) ra/z : 244 ((M4J0 + ) 

5c^TO ; (C u H 17 N0 s Sfc t-T%) 

th^H:C : 54.30, H : 7.04, N : 5.76, S: 13.18 

MW& 'Z : 54.18, H : 6.98, N : 5* 78; S: .13. 34o. . . 

; :mmm(e) 

.'■ gl> >j jg i'fl/vfe/UT 5 / -2-;* 3Vl^4-(6-r/ O ^-2->f >>V) ^^ V-l 
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%mm\ (d) X*ntbfttz.2-t h*f*A'tfxiA>7 5 / -2-^ ^-4-(2-5^~A-) 
•7* y-l-^T—A-ll. 7 g(48. 0 $ V **J* ^fr/l'&T S; K (120 ml) 

u *&T, N-^n^^w 5 K10.8 g (6o.8$ y^/v)^Apx., &m%-m^T 
\ mu\z.xmmw$Ltc 0 K«^^7k^bfeio%^(3'oo mi)^(c&^ mm 

; ^*-tls : g^?vv=4 : 1 ~i : 3) tCT*S^$rfTV\ glfBlb#$>£ 
gJm&^'&i-UT, 12.4 g (80%)#fc o 7 

W^:*^^ h/V (400MHz, CDC1 3 ) 8 ppm : 6. 84 (1H, d, J ■= 3. 7 Hz), 6.5 
7 (1H, d, J - 3.7 Hz), 4.80 (1H, brs), 3,68 (2H, m), 3.64 (3H, s), 2.80 ( 
2H, m), 1.9-2.2 (2H, m), 1.24 (3H, s) 

M' cm" 1 (CHC1 3 ) : 3627, 3436,:. 2956;. 1722; 1711, 1513, 1 
259,,. 1087, 1048. ; .. - 

K/U (FAB) m/z : 322 ((M+H)+) 6 V : • ; > . ' 

4-[2-(5-^P^^^7^>-2-^ ] j:^/W4-^ ^V^f-yi) ^V-2-^-^ 

JlltfliJi (e) T?#£>;ftfc2-^ f ^y#/l^~/KT 5 J -2-* f7l"-4-(5-:/tt 
17 31 V-2-- f M^^V-l-t^l2. 4 g (38. 65 y^T^) WA'AT 5 K ( 
125 ffli)^{£^L % tK^T> ^m^H^iTl^ y *At-:/ h*-> K6-50 g (57. 9 

300. no) ^ic^^ a^^^-e»»ut,. ;aiiii®^^^fe!kTi^mv imm 

#$rtTV\ ^fa-fk-a-^S: Sfe^ £ LT, 10..7 g (95%mfc 0 

VM (400MHz, CDC1 ? ) 5 ppm: 6. 86 (1H, d, J = 3.7. Hz), 6. 58 
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(1H, d, J = 3. 7 Hz), 5.73 (1H, brs), 4.18 (1H, d, J = 8.6 Hz), 4.08 (1H, 
d, J = 8.6 Hz), 2.84 (2H, m), 1.94 (2H, m), 1.41 (3H, s) 

b/P v m eta 1 (KBr) : 3211, 1749, 1399, 1037, 798 
■?X7.-<? h/P (FAB) m/z : 290 ((M+H) + ) 
TtmftW ; (C l0 H 12 N0,SBrar LT%) 
. frS^it : C : 41. 39, H : 4. 17, N : 4. 83, S: 11. 05, Br : 27. 54 
USHtrC : 41.36, H : 4.04, N : 4.82, SV 11.08, Br : 27. 29„ 

£tt«l<g) . 

(4R)-[2-(5-^P^-^^-7^ ^-l^ Asn^JV-l-t ±A^^±}/V i?^-2-$-l/ 
RX$ (4S) -12- (5-^ P ^^^-^ 31 ^-2-4 M 1 ^-/^»-»j-yy i?l/-2- 

. (f) T#£> tufc4-E2- (5-^ n ^f^:7.:x^-2-^ 4/);]^^/W4-^ ^vl^ 

=¥1^ y ^-2-^te£-&fflft^^HPLC# 7 A (ChiralGel OD, tfjjtjto) \CX 
*^*'*.ff->fc (*7 A, ChiralCel QD (2 cm* x 25 cm) ; ^IJitt -^rlf 
V: 2-7"P/-?y— ^=70 • 30; gftjg, 5 ml/min) 0 &K^tii£;ft>3 (55 min) 
fefe*ffl&fc5fc]© (77 min>*S4R#:T-fcofCo ffi®mW\Z^X 

<4S) ; fa]* -4. 2 (c 1.03. J —JV) 
(4R) 'flr ; £ a V 4 +4. 2 <c 1. 00, * $ / 




(4RK{2-[5^^^ 

• l*j&&Ml(e) -CUhfhtc (4R)-[2-(5-^P ^-2--f>^)3^^-4-pt ^ 

^f-yy i^^-2-^^450 mg (1. 55 $ H^'^/fA^A/Ar ^ K4.-5 fflliC 



WO 02/06268 



PCT/JP01/05988 



262 

t£fl?£-£, S-ffn^isA^t/ f-l-/fy (50%3f W^&$&) 1. 40 g (4.65 
KV^rA'), hV^^T%y2. 16 ml (15.55 V^M. i 5lb^( 1 )30 mg (0.1 
65: V *M $.0^* p If* ( h y 7i=/^77^ J/> /n'v^>7A109 mg (0. 1 
65 V*M*1N*-, ^*#smT80\:T*2W}t#tfc o EJ»-^7Kfcfe»t % « 

- ; : Bffifea:^=4 : 1-3 : 2) \Z. £ t) ^UT > ^|2fti^4 

56 liig (82%) Sr^fco • -V ■ ' r 

M^Bl*^ (400MHz, CDC1 3 ) 6 ppm : 6.92 (1H, d, J = 3. 6 Hz) , 6.6 
3 (1H, d, J = 3.6 Hz), 5.45 (1H, brs), 4.18 (1H, d, J = 8.6 Hz), 4.07 (1H 
, d, J = 6.6 Hz), 2.78-2.90 (2H, m), 2.38 (2H, t, J = 7.2 Hz), 1.92-2.00 
(2H, m), 1. 55-1. 75 ;(7H, mj, 1.40 (3H, ,^), 1. 10-L 35 (6H, ro), 0. 83-0.95 (2 

h, p) ; - 

fc^MSL^jr ; v .« cm -1 (KBr) : 3450, 2926,' 2852,. 1758, 1382, 1046 o 

(2R)-T 5 I -2-/ ^/W4-[5-(5-^ v^iy/U^ls >-W f ^zc y-2- 

^^Jl(h) !?#6>tufG (4R)-{2-[5-(5-S^ P^i/Vl^V M-^^)ft7 
i ^-2-^7^3 } ^^-pt^^f-y' y i>V-2-^~ V456 nig (1. 27 5 V £ 
. =r K9 1 Koyyyi ml, # y -^2 ralte^S-fc, fc#T* s y 

vfc, MSrixy ^A^-tz-* y^y?*— (i&lti&K ; &<h;*^ W : 
=20 .• l^kit^Uy : >*/*-/fc: X V^~T7k=10 : 1: 0.1) 
X. ^|3{b^353 mg (83%) »fc 0 
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W«R6^^^ K/V (400MHz, CDC1 3 ) 6ppm : 6.92 (1H, d, J = 3.5 Hz), 6.6 
2 (1H, d, J = 3.5 Hz), 3.37 (1H, d, J = 10 r 5 Hz), 3.32 (1H, d, J = 10. 5 H 
z), 2.75-2.90 (2H, m). 2.38 (2H, t, J = 7. 1 Hz), 1.52-1.79 (9H, m), 1.12- 
1.33 (6H, m), 1.11 (3H, s), 0.81-0.96 (2H, m) 
fcf\®M*^-P ¥„, cnf 1 (CHC1,) : 2925, 2852, 1449, 1041 

•7X7^^ (FAB) m/z : 334 ((M+H) + ) 
Ttm^W ; (QoH^NOS ♦ 0. 3HiOt LT%) 

tttMS : C : 70. 87, H : 9. 40, N : 4. 13, , S: 9.46 " i ■ ' 

^W: C : 70. 83, H .: 9.21, N : 4.22, S: 9, 64 
[a] D 24 -2.0 (c0.60, ^>/-/V) 0 

v mmu . :. ■ .., . r. 

(2R)-r s: /-2^ 5vfc--4-C5^(6-W P^-y/i^^-i-^ zl/\>) 

mmmi t mm\t vxmmit^m^ntc 0 . 

h/V (400MHz, CDC1 S ) 6ppra:6. 91 (1H, d, J = 3.6 Hz), 6.62 
(1H, d, J = 3. 6 Hz), 3.39 (1H, d, J = 10.7 Hz), 3.34 (1H, d, J = 10. 7 Hz 

), 2.82 (2H, t, J = 8.6 Hz), 2.40 (2H, t, J = 6. 9 Hz), 2, lfr-i. 92 (4H, «0, 
1. 88-1. SI (8H, in), 1. 47-1. 38 (2H, in) , 1. 28-1. 07 (9H, m) , 0, 93-0. 78 (2H, 

m) 

bfr v m cnf 1 (KBr) : 3327, 3275, 2922, 2850, 1611, 1563, 153 
9, 1447, 1065, 1040, 803, 521 

mm& . • • 

V-T K J -2-^ ^-4- 15- (5-? ^,=7V-^V h - W =-M 3-3r7zc 
2/-l-$-~-/U (M^fl2^#^-l-824) 
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J± ^^4-[2-(5-yp^&^^3iV-2— f /V)]^^-4-pi ^/V^-^r-^^ !) v 5 

(400MHz, CDC1,) Sppm : 7.32-7.26 (2H, m), 7.25-7.16 
(3H, m), 6.94 (IH, d, J = 3.6 Hz), 6.93 (IH, d, J = 3.6 Hz), 3.37 (1H, d, 
J = 10.8 Hz), 3.31 (1H, d, J = 10.4 Hz), 2.83 (2H, t, J = 8.4 Hz), 2.77 
(2H, t, J = 7.6 Hz), 2.42 (2H, t, J = 7.2 Hz), 1.96-1.85 (2H, m>, 1.84-1. 
64(2H, m), 1.50 (3H, brs), 1.11 (3H, s) 

ffcfl-Wli&X^f hfr v M „ cm 1 (liquid film) : 2931, 2859, 1748, 1602, 1584/ 
1538, 1496, 1455, 1191, 1053, 908, 804, 747, 700, 573 Q 

mmm ' 

2-T S: J -2-* ^/W4-{5-[6-(4-^ h^7=c^-M "Xy-MW =Mft7:x y- 
■ 2-4 )V\ y-X-ft^jV m^m. " (^l^{^^##-§-I-849) 

^04-[2-(5 1 ^P 1/^4 fr) Jcn^7l/-4-^ V 

&M%$3$k*^ hfr (400MHz, CDC1,) 5ppm : 8.07 (3H, brs), 7.10 (2H, d, 
J = 8.6 Hz), 6.89 (1H, d, J = 3.5 Hz), 6.81 (2H, d, J = 8.6 Hz), 6.65 (IH 
, d, J = 3.5 Hz) , 4.72 (IH, brs)* 3. 77 (3H, s), 3. 65 (2H, s), 2. 78-2. 97 ( 
2H. nO, 2.66 (2H, t, J = 7.5 Hz), 2. 36 (2H, t. J = 7.1 Hz), 1.77-2.20 (4H 
' . , in), 1.36 (3H, s) 

0tt*£U*<<? f/W cnf 1 (KBr) : 3370, 3009, 2932, 1589, 1511, 1245, 1 
, t . 070, 1036 d " • / 

• .. mmms ■ 

2-T 5. J -2-* ?Vl<-4- t5-[5-(4-t7/V^ria 7 ^ =^/U) ^y h-l-4 EJk£t2t2jE^*Z 
. 2-4 >\>WZ y-l-3r—JV' W y& (^Jfrg^#-S§-l-833) 
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utfflt\ ntsm t w*Ri.UT«iafts^i**#fc. 

^OKSt***^ hA» (400MHz, CD,0D) 6 ppm : 7. 18-7. 25 (2H, m), 6.95-7.03 
(2H, m), 6.94 (1H, d, J = 3.6 Hz), 6.73- (1H, d, J = 3. 6 Hz), 6.25 (2H, s) 
, 3.61 (1H, d, J = 11.6 Hz), 3.52 (1H, d, J = 11.6 Hz), 2.80-2.95 (2H, m) 
, 2.74 (2H, t, J = 7.6 Hz), 2.40 (2H, t, J = 7.0 Hz), 1.80-2.10 (4H,m), 
1.31 (3H, s) 

BttWV.*^? Y'As cm"' (KBr) : 3352, 2940, 1578, 1509, 1385, 1367, 1 
221, 1194o 

2-T 1 / -2-pt ^/W4-[5-( tf 7 a c^-4^f jV)^^)V^-3r~7 a. ^ig^^M^g .-. 
. v-i-a-Wfr (M/F^-a-fe>#-g-l-742) 

7 ir$ fttf>4-[2-(5-Vn ^-^atV-^-if /^>]3i^/V-4-^^Ar^-^1^0/ D 

W^ft^t*-^ hfr (400MHz, CDClj) 8 ppm : 7.55-7.65 (6H, ro), 7.43-7.50 
(2H, nO , 7. 33-7. 40 (1H, m), 7. 11 (1H, d, J = 3.6 Hz), 6.72 (1H, d, J = 3. 
€ Hz), 3.39 (1H, d, J = 10. 4. Hz), 3. 34 (1H, d, J = 10. 4 Hz), .2.80-2.95 (2 
H, nO, 1.70H.96 (2H, nO, 1.13 (3& s) 

feft&Ux<<? hfr v m cnf 1 (Pr) : 3335, 3075, 2924, 1485, 1463, 1051, 8 
37, 809, 764, 698 9 

^mmm: v ; ". '. • : , 

9ir $^<D4-[2-(5-^ci^e^-7^^-2--f yw)]3i^7V-4-^ ^/i^^yy 
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VA* (400MHz, CDC1 3 ) 6 ppm: 7. 42 (2H, d, J = 8. 1 Hz), 7.36 
-7.15 (5H, m), 7. L6 (2H, d, J = 8.1 Hz), 7.07 (1H, d, J = 3. 3 Hz), 6.70 ( 
1H, d, J = 3.3 Hz), 3.99 (2H, s), 3.36-3.24 (2H, m), 2.92-2.81 (2H, nO. 2 
.01-1.95 (2H, m), 2.65-2.26 (3H, m), 1. 11 (3H, s) 

afcfljfttt***^ hA* v B « cnf 1 (KBr) : 3326, 3264, 2926, 2904, 1603, 1541, 146 
8, 1454, 1211, 1063, 1033, 803, 701 o 

SWJ8 

2-T § I zkJ: ^-/W4-[5-(4-^^ v ^i/jvy^^jv) E^t^/kS^Z ^ t^oi. 

^-2-*i/%mmmt Cxm^\ mmwitmm\zvxnmfc&w*ntc 0 

mmmWb*^? K/W (4O0MHz, . DMSO-d,,) 8 ppm : 7. 42 (2H, d, J = 8. 2 Hz), 7; : 
26 (211, d, J = 8.2 Hz), 7.20 (1H, d, J = 3.6 Hz), 6.83 (1H, d, J = 3.6 Hz 
), 3. 56-3.24 (5H, m>, 2. 88-2. 70 (2H, m), 1.89-1.52 (7H, m>, 1. 43-1. 21 (6H 
, fli), 0.97 (3H, s) 

. hA* v BM cnf 1 (KBr) : 3326i 3279, 2924, 2850, 1645, 1567, 153 

9, 1448, 1385, 1055, 826, 547 0 

Z-T § I -2-^^/W4-£5-(4-l/P ac s»a^^ft7a: V-2-4M^ & 

^-\-ir—A> (M^^^g-i-1-736) 

^^^(D4-[2-(5-^i3^e^7 v-2— r a}] 3i^-4-^ ^^-^ iJ-y 9 

mm^^^t M" (400MHz, CD 3 0D) 5 ppm: 7. 36 (2H, d, J = 8.2 Hz), 7. 18 
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(2H, d, J = 8. 2 Hz), 7.06 (1H, d, J = 3. 5 Hz), 6.76 (1H, d, J = 3. 5 Hz), 
3.39 (1H, d, J = 10. 7. Hz), 3. 38 (1H, d, J = 10.7 Hz), 2.93-2.80 (2H, m), 

2.69-2.58 (2H, m), 1.83-1. 59 (4H, m), 1.10 (3H, s), 0.94 (3H, t, J = 7. 3 
Hz) 

h& v a „ cm 1 (KBr) : 3323, 3267, 2959, 2929, 2869, 1611, 154 
0, 1510, 1468, 1213, 1066, 1035, 816, 804, 510 o 

^ir^#04-[2-(5-^a^^^7^V-2-W'^)]^^W4-^^7V^^i^y' ]) V 

y-2-*y*m%m[ t vxm\ mmki t mum uxmui^m^mt 0 [ 

WiMUg^*^? .hAs (400MHz, CD,OD) 5 ppm : 7. 37. (2H, d, J ' = 8.9 Hz), 7. 03 
(1H, d, J = 3.6 Hz), 6. 89. (2H> d, J = 8.9 Hz), 6.75 (1H, d, J = 3.6 Hz), 
3.95 (2H, t, J = 6.3 Hz), 3.39 (1H, d, J = 10.7 Hz), 3.35 (lfl, d, J = 10 

.... * ■ ■ 

.7 Hz), .2.92-2.78 (2H, m), 1.86-1/72 (4H, m), 1.09 (3H, s), 1.04 (3H> t, 
J =7. 6 Hz) 

TfeVMLK^'S hfr v„cb' (KBr) : 3329, 3275, 2964, 2936, 1604, 1509, 146 
6, 1249, 1065, 975, 832, 807 o 

(2R)-T 5. ./ -2-^ ^-4-[5- P^^^/fMft?^ V-2^/k3c/ 

: #y-i-*—;v (#!*ft;-&##-^l-98) 

«Ml^?# h *Wc (2R) -T % / -2-pt ^/W-4-[5- (5~i^ u ^%^A^y h~l~4 
j^M tt7 i y-2-4fV\-T$ i/-l-^-— M75 fflg <0. 53 5 JJ ^/W) / —A*. 

jnll^#$^: % l.O%VN^^t>A-^^90 mg^fl^ % 7Km#S^T> 2RHHX& 
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50 mg (85%)§r#fc 0 

$a&^*<>S*^ h/V (400MHz, CDC1 3 ) 5ppm : 6.58 (1H, d, J =3.2 Hz), 6.55 
(1H, d, J = 3.2 Hz), 3.36 (1H, d, J = 10.5 Hz), 3.31 (1H, d, J = 10. 5 Hz 
), 2. 75-2.90 (2H, m), 2.73 ( 2H, t, J = 7.6 Hz), 1.59-1.83 (9H, m), 1.12- 
1.32 (10H, m), 1. 11 (3H, s), 0.81-0.89 (2H, in) 
■fttteRtoX^f v„„ cnf (CHClj) :2926, 2853, 1440, 1042 
■rXX^^ (FAB) m/z : 338 ((M+H) + ) ! 

55*£*N& ; (G^oHasNOS . B^oi: 1>T%> . . 

IHNttrC : 67.56, H : 10.49, N : 3.94, S: 9.01 
MMW-.C : 67.11, H : 10.03, N : 3.93, S: 8. 88 

MP to.7 (c 3.03, *?j—ri Q ' 

^Wl2T*#btbfc(2R)-T ^ y-2-7^ ^7W4-[5-(6-^ V^-i/A^^t/^l-^f 

hA (400MHz, CDC1,) 6ppm : 6.58 (1H, d, J = 3,3 Hz), 6.5 
5 (1H, d, J = 3.3 Hz), 3.37 (1H, d, J = 10. 4 Hz>, 3. 32 (1H, d, J = 10. 4 H 
z), 2.68-2.93 (4H, ri), L 05-1.85 (24H, m), 0.77-0,93 (2H 4 iO 
fefW®.*^? \-JiV Vma cnf 1 <KBr) : 3334, 3269/3159, 2922, 2850, 1465, 1 
448, 1060 

V**^ h>V (EI) Wz : 351 (ST) 

;.7^3tfri£; (CjjHgfNos £ lt%) 
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fHM£:C : 71.74, H : 10.61, N : 3.98, S: 9.12 
llM^C : 71.47, H : 10.48, N : 3.98, S: 9. 37 
[a] D 2i -1.3 (c 1. 15, /W)o 

2-T 5vi^-4- [5- (5- 7 x. y^-su) j-3r7^ v-2-4 >V\ 9- is-l-ir 

iz± (M*{b^#^l-152) • 

.%miS£&b*'<? hA* (400MHz. CDC1 3 ) Sppm : 7.31-7.24 (2H, m), 7.20-7.14 
(3H, nO, 6. 58 (1H, d, J = 2. 8 Hz), \6. 54 (1H, d, J = 3. 6 Hz), 3. 36 (1H, d, 
J = 10.8 Hz), 3.31 (1H, d, J = 10.4 Hz), 2.81 (2H, t, J = 8.4 Hz), 2.74 
(2H, t, J = 7.6 Hz),. 2.61 {2H, t, J = 7.' 6 Hz), 1. 84-1. 56 (6H, m), l- 52(311 
, brs), 1.46-1. 37 (2H, m), 1. 11 (3H, s) 

^®iix^^^ •VA' cm* (KBr) : 3333, 3263, 2927, 2852, 1496, 1453, 1 
059, 969, 928, 798, 747, 699, 569 Q • ; 

2-T g >-2-Z ^-4-{5-[5-<4-^ Y*^? rr. ^y?j-M fjc? * ¥d£dJ!& 
79>S-\-*—A' (0jJ»^»#-£l-177) 

mmmr^n bnt&T ^-4-{s-[5-<4-^ . £ hi 

^Omg^^V hA^<4MVEk, CDCli) 5 ppm : : . 7. 08 (2H, A, J = 8. 5 Hz) , 6. 8 
2 (2H, . d, J = 8.5 Hz) , 6. 58 (1H, d, J = 3. 3 «z) , 6,54 (1H, d, J - 3. 3 Hz) 
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, 3.79 (3H, s), 3.36 (1H, d, J = 10.5 Hz), 3.31 (1H, d, J = 10.5 Hz), 2.7 
0-2. 85 (4H, m), 2.55 (2H, t, J = 7.7 Hz), L 55-1. 85 (6H, m), 1.35-1.45 (2 
H, m), 1.11 (3H, s) 

frtt-W&^^t hA* v m cm 1 (KBr) : 3333, 3263, 3103, 2926, 2852, 1514, 1 
247, 1061, 1029 o 

is-\-jr—)V (M^{b^#-£-i-l6i) 
^»5-e# hthtc2-T $ J -2-^ =f->V-A- {5- [5- (A-7J^n 7 -c ^ju) ^.^h-l 

't : ; 

^^^*Rfe^^^ (400MHz, CD s OD) 5 ppm. : 7. 12-7. 18 (2H, in), 6. 92-6. 98 
(211, m), 6.63 (1H, d, J = 3.5 Hz), 6.56 (1H, d, J = 3.5 Hz), 6.25 (2H, s) 
, 3.61 (1H, d, J = 11.6 Hz), 3.51 (1H, d, J = 11.6 Hz), 2.70-2.90 (4H, m) 
, 2.58 (2H, t, J = 7.6 Hz), 1.88-2.03 (2H, m>, 1.57-1.70 (4H, m), 1.28-1. 
42 (5H, m) 

hfr v w cm" 1 (KBr) : 2929, 2854, 1578, 1509, 1464, 1387, 1 

356, 1223„ 

gnmV& btv£2~T k / -2-t ^-4-[5- ( If 7 i^/V-M" )X>)^.^A>^i>c 
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mMM.&ffeX^f h/l^ (400MHz, CDClj) 6ppm : 7.25-7.65 (9H, m). 6.60 (1H, 
d, J = 3.5 Hz), 6.59 (1H, d, J = 3. 5 Hz), 3.37 (1H, d, J = 10.5 Hz), 3.32 
(1H, d, J = 10. 5 Hz) , 3. 06-3. 15 (2H, m) , 2. 95-3. 04 (2H, m) , 2. 75-2. 90 (2 
H, m), 1.65-1.85 (2H, m), 1.12 (3H, s) 

1W v m cnf* (KBr) : 3333, 3265, 2924, 2852, 1598, 1486, 1 
448, 1059, 798, 695 c 

'. $mmi7 'i ■ 

^JSMll?#b^fc (2R) -T 5: y-2-^ ^V-4-[5-(5-^^ pr^3^;W<V h-W 

-M^7iy-^^#y-i-^MS6 mg (o.4i$ p^)^ j — a-2 

l/Vl^iMt KUD^tW, #TS»@f&U ^15^^130 mg • 
(91%)£f#fc„ 

tmSt^m*^? h7V (400MHz, CDClj) 6ppm : 7.54 (1H, d, J = 3.7 Hz), 6.8 
4 (1H, d, J = 3.7 Hz), 3.39 (1H, d, J = 10.4 Hz), 3.34 (1ft d, J = 10.4 H 
%), 1, 78-2. 98 (4H, jb) , 1.13 (3H, brs) , 0. 8-1. 9 (19H, m) 
^pS\&&*'$4 y& v w cm" 1 (KBr) : 3332, 3267, 3134, 2922, 2851, 1647, 1 
457, 1057 

^ZX^? h/U (EI) m/z : 351 <M + ) : 

: C : 68. 33, H : 9. 46, N : 3. 98, S: 9.12 
»ifL: C : 67.99,. H : 9.48, N : 3.92, S: 9.11 ' ' 

[a] D M -2.1 (c 1.03, *$J^A?) 0 
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(2R)~T 5; J -2-* ^V-4-[5-»(6-$/g V^i//U<x*y-/<{A') f-^T7^V-2-^ JV 
^JS0ij2T'#bixfc(2R)-T 5 5vW4-[5-(6-e^ P^i^A^^«/-W 

' ^nK^N^V** hA< (400MHz, CDClj) Sppm :7. 53 (1H> d, J = 3. 9 Hz) , 6.63 
(1H, d, J = 3.9 Hz), 3. 39 (1H, d, J = 10.5 Hz), 3. 34 (1H, d, J = 10, 5 Hz 
), 2.80-2. 95 (4H, tn), 1.33 (3H, brs), 0.8-1.9 (21H, m) 
fcf\%M.X^V hfr v B „enf l (KBr) :3149, 2922, 2851, 1654, 1460, 1059, 92 

2 

.. ' . t ' :: l . . ' 

V^^: yfr (EI), m/z : 365 (If*) • 

im^m ; (Gj^No^t lt%> " 

"MMt;-C : 69. 00, fl : 9,65, N : 3. 83; S : 8.77 ; . 
H8Hit':C : 68.74, H : 9. 50, N : 3.83, S : 8.85 
[a]/ 4 -1.3 (c 1.15, *VJ—)V) a 

. •. ; 

2-T ^ 7 -2-pt ^/W-4-[5- (5-7 :n,c;/I^^ft V ^ jV) zcy-Z-jM^f U-i 
MWm^Mhflft.Z-r 5y-2^^/W-4-£5-(5-7 *s*«V K-W-JSA^* 

4*BI$&*fc*-<* f *>" (400MHz, €D 3 0D) Sppm : 7.71 (1H, d> J = 4. 0 Hz), 7. 2 
8-7.20 <2H, nO, 7.20-7.10 (3H, ffl), €. 98 (III, d, J = 3, 6 Hz), 3.62 (1H, d, 
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J = 7.6 Hz), 3.53 (1H, d, J= 12.0 Hz), 3.04-2.88 (4H, m), 2.64 (2H, t, 
J = 7.2 Hz), 2.15-2.04 (1H, m), 2.04-1.92 (1H, m), 1.78-1.62 (4H, m), 1.3 
2 (3H, s) 

^fl-M*^ hfr v„« cnf 1 (KBr) : 3378, 2927, 1648, 1588, 1562, 1504, 1 
456, 1230, . 1067, 827, 748, 698, 578 G 

" i-T % j -2->t 9VW4- {5- ts- (4-7/^p Pzl^m<<i/# y ■< M tt-?^ ^i- 

<{ JVW W-y-Hr^-M (^^^#^-1-1348) 
^J6^i6-C#btl/fc2-T 5: /-2-^^/V'-4-{5-[5-(4-7/V^-P 7 zc^/V^^ly \-\ 

hAf ' (400MHz,' CDC1 3 ) S ppnr : 7. 51 (lH," d, J = 3. 7 Hz) , 7.0 
8-7. 17 (2H, m), 6. 9Q-7. 00 (2H, m), 6.83 (1H, d, J = 3- 7 Hz), 3,39 (1H, id, 
J= 10.4 Hz), 3. 33 (1H, d, : J = 10.4 Hz), 2. 80-2. 98 (4H, m), 2. 62 (2H, t, 
J = 7.5 Hz), 1.60-1.90 (6H, m), 1.12 (3ft s) 

fe^W&y^^? bfr V„ a cm" 1 (KBr) :3178, 2935, 2858, 1645, 1455, 1218, 1 
058 o 

2-T $ ^-/V-4-[5-(lf 2 *~A^4:-j x )V\-?# 
V-\-ir-fi> (M^fb^S-^l-1326). ... 

. ^JS^i6T^ h tbtz2-T $ J -2-t ^/W4-[5-( tf 7 'x. ^A*-4rJ A>)^=-J^^ 

P ^ i/-2-j m is-i-Jr-Astem v ^x> mmmn t mm- ^xmmt^-m^ 

Wm^&P&^tr bA< (400MHz, CDC1 3 ) 6ppm : 7.64 (1H, d, J =3.7 Hz), 7.5 
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2-7.60 (4H, m), 7.30-7.47 (5H, m), 6.86 (1H, d, J = 3. 7 Hz), 4.18 (2H, s) 

t 

, 3.38 (1H, d, J = 10.3 Hz), 3.33 (1H, d, J = 10.3 Hz), 2.84-2.98 (2H, ra) 
, 1. 70-1.87 (2H, m), 1.12 (3H, s) 

Yfr v,„ cm" 1 (KBr) : 3420, 2927, 1654, 1488, 1455, 1234, 1 

058, 751 0 
HM22 

2r7'% J -2-^y/V-4-[5-(5-^ zc ^/VX^b-l-Ji^/V) ft7.x )V\Z? $ ' , 

^-i-*—* -vW-y8i (M^^fe#%-l-670) ' " ' 1 

4-^ ^7V-4-{2-[5-(5-7 j. ~A~*¥ h-l-j^/W) ^^-y j. ^AsJr* 

*K7|t ^ h-l-f ^0. 38 ml (2. 58 < ft, feft x =J 7 ^5 

00 mg (1. 72 r y s 6 0 6 ~Ci?. 3 J«Jf # Rj^^%«t* : ;X. 

•e^bfc^, h/^31^5,0 ml, kftftl (f) T^ffe Lfc4-[2-(5-y n -t-v v .. 

3i 2/-2— f jC) Joc^/W4-> ^J^l^y !> ^^-2-^-i/500 mg (1.72$. 9 ^ 

^e^h ^ (MJ ^^-/^^^w^) ^ki^9 ^ # AH9 mg (o. 17 $ ]) 

s 1- h VV&x- K^KO.83 ml (20%^^ J -MfcW) *^M.^MX.tc. 0 £*l£60 

€ (68%) £#fco . . 

I^Mi22(b) . ; 

2 ~ T ^ ^ -2-^ ^^-4-[5- (5-7^ ^M'y f-l-x^ 9^:7 'a V-2-^f $>%jr#- 
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HiS#j22(a) T#^Hfc4-pt f/W-4-(2-[5-(5-7x=:;l"<y fv-l-^—A-) 
^ ;U] ) ^)Vir*^/ V *J>-2-Jr V370 mg (1. 15 5: V *:As) (i) 

t mm\zM-fc$m-tZ> Z.b^X.Vs 2-7 5 ^-4-[5-(5-7x=;l/^y 

1- mnVH 7 ^ J )V\ -? $ l/-\-Jr— ^205 mg (0. 69 $ V £^fc 0 £ 

(u%)^wco . .. .. ' ;. 

W&^&p^? h> (400MHz, DMSO-cQ ' 8 ppm : 7. 83-7. 70 (2H, m), 7. 38-7. 12 
(5H, m), 6.78 (1H, d, J = 3.5 Hz), 6.71 (1H, d, J = 3.5 Hz), 6.50 (1H, d 
, J = 15.6 Hz), 6.02 (2H, S), 5.96-5.83 (1H, m), 5.52 (2H, brs), 5.36-5.1 
0 (1H, m), 3.51-3.38 (2H, m), 2.83-2. 58 (4H, m), 2.28-2.15 (2H, m), 1.88- 

i 

1.63 (4H,' m), 1. 18 (3H, s) ' : T ' 

ptVWiSL^'S h/W. cm" 1 (KBr) : 3026/ 2932, 1579, 1497, 1386, 1357, 119 
.4, 1075, 1012, 865, 699, 570 o ' ^ \ 

^JSM23 ' 

2- T 5 y-2-pt f-7W4-[5-(5—>^ f-l-a^/k)^? jiV-2-^/V 
3^^ V-l-^->-/V (0iJ^{b^#-^l-657) 

^SS^M^*^ \>A, (400MHz, CDC1 3 ) 5 ppm: 6. 64 (1H, d, J = 3.5 Hz), 6. 6L 
(1H, d, J = 3.5 Hz), 6. 41 (1H, d, J = 15.7 Hz)/ 5. 95-5. 88 (1H, tt), 3.36 
(1H, d , J = 10. 5 Hz) , 3. 31 (1H, d, J = 10. 5 Hz) , 2. 86-2. 73 (2H, m>, 2. 29- 
2.08 <2H, m), 1.83-1.55 (8H, 'V. 1. 52-1. 33 (4H, m) ; 1. 30-1. 12 (6H, m), 1. 
11 (3H, s), 0. 92-6.79 (2H, m) 

f/V v ^ cm"' (KBr) .: 3328, 3275, 2921, 2850, 1610, 1447, 122 
5, 1066, 1038, $57, 604, 504,, 
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2-T $ y-2-^< ?vV-4-[5-(6-^;? X2^jy/u^y-i-3L~jU)^^y=^^2-yf/^ 

hfr (400MHz, DMSO-dg) 8 ppm : 7. 90-7. 69 (2H, m), 6. 77 (1H, 
d, J = 3.4 Hz), 6.70 (lHt .d, J = 3.4 Hz), 6: 47 (1H, d, J = 15.8 Hz), 6.0 
4 (2H, s), 5.92-5.84 (1H, m), 5.55 (lH, ' brs), 3.49-3. 32 (2H, m), 2,85-2/7. 
1 (2H, m), 2.18-2.06 (2H, m), 1.96-1.53 (8H, ro), 1.42-1.03 (14H, m), 0.93 
-0. 78 (2H, m) 

ftft&i&X^f hJls v„„ era 1 (KBr) : 3042, 2924, 2851, 1695, 1577, 1633, 149 
'3, 1477, 1387, "13627' 1351, 1210, 1074," 866 0 

MM$}\25 : . ' *. . ... 'Z • ... 

2-T 5: 7-2-^ ^>W4-C4-(5-7 ^g-zW^ K~W s^t7x^;Vl^^ 
V-l-^-^ V (M^b^fe#-^2-185) 

HJKS#|25(a) 

5-7^^7W^>- h-W ^18. 1 g (126 5: U */V) *X b7 t KtJ 7 ^ V10Q ml fcl 
•$$?&-£v ^It7h7t 77V200 nat^ft?$-arfc4-^ci^^73i ^-2- 
XfrifrTASfM K18.7 g (98? y^X Ky^^Tt^lSO ml (1.07^/P), J: 
.5^(1)962 mg (5.05? y ^e^v ^ opa ( h y-7a:=:^>jjv^7^ V) 
7 ^>«>A3.54 g (5. 04? )7 ^#K^TS0^T'4 WJt#U7£o K 
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: 1—10 : 1) M £ «9 mm U, a&fBfc£fcl9. 4 g (78%) ^^fc 0 
^^*Ri^-S^ h/W (400MHz, CDCl,) 6 ppra : 9.88 (1H, s), 7.72 (1H, s), 7 
.71 (1H, s), 7.35-7.27 (2H, m), 7.24-7.16 (3H, m), 2.78 (2H, t, J = 7. 2 H 
z), 2. 41 (2H, t, J = 7.2 Hz), 1.98-1.88 (2H, m) 

ftftWBL^^t VA* v B „ cm" 1 (liquid film) : 2238, 1679, 1440, 1234, li57, 

858, 748, 700, 665, 620 
.V**/*^. hfr (FAB) m/z : 255 ((M+H) + )„ 

'". •■""*'..■ "•" • ; .- •. • . * »- - ■• ' ■ 

; • . > v . ' . 

[4-(5-7x^-A^.y Mrvf gjW7£ V-2-^/^3 J —;V 

HJ6M25(a) t#?)ilfe4-(5-7i=A^y h-W =/V) ft7x ^-2-#/Vt}?T 
' ^ t K15. 0 Y'faVo $\!>' fcift- raitt^ i*. tR^T,' Tfclftff 

*$m+hV <7 A2. 29 g (60.55 !) ^Mynx.fCo %&Ts : 2 5#Jf£N&> @& 

&8bets*-l*:o aw^^*^rin^> mm^^r-mta u^mm^f-^m^ma 

'*^Sifc-fc^9-«S3fl2'6*l5^« (99%>&Wco 

^Wn.^k^^ hfr (400MHz, CDC1 3 ) 5ppm : 7.34-7. 27 (3H, m), 7. 24-7. 17 
(3H, m>, 6.98 (1H, s), 4.78 (2H, d , J = 5.6 Hz), 2.77 (2H, t, J = 7.6 Hz) 
, 2.39 (2H, t, J = 7.2 Hz), 1. 96-1.85 (2H,\m), 1.77 (1H, t, J = 5.6 Hz) 
afcflJftlfc.*^ K/V v.„ cnf 1 (liquid film) : 3346, 3026, 2940, 2861, 2235, 

1602, 1496, 1455, 1355, 1182. 1141, 1013, 844, 748, 700, 626 
^■^7.^ h fi^ (FAB) Wz ,: 256 Qth 

HJ&#i25 (b) T^fife Ufc [4-(5-:7 f c^/U) ^-^-7 ^ V:-2->f M * 
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? J /W. 68 g (18. 3 5 y ^/l^) ^7" h 9 1 KP77 V70 mlld&fi?^ tK&T> 

= JMb U vo. 69 ml (7. 30 s: y ^eyvy Lfcx h 9 1 K n 7 7 ^20 ml SriST b 

.^^•^Tttttib. stew's ^is?P^^7K*t- h y <>A7RM> rnvfeMfcr? 

a^^rT-fe- h~ i> y/w2o mHc^?$^: v 7k^Ts ^/yftf h^^ry* 
=^A2.85 g (is. 35 y^)Sr*n£v I^#I^T, J ifit 1 Nffflijf Ifc, E 

jEg^^r 5 %j^g£*§^ h y ? j*fctgmtfo\% mm^^xmm u mm^^M 

^^/V=20:l~15 :l)^«t9 ^bT, mi2<|t;<£-#>3. 21 g (66%)&#fc„ 
' Wm^filX^^ h/t (270MHz, CDc!,) 8 ppin : 7: 15-7. 35^ (6H, m), 7. 03 (1H, ' 
s), 3/86 (2H, s)/ 177 (2H, t, J = 7. 5 *Hz), 2. 39 (2H, t, J = 7.6 Hz), 1.8 
. 3-1. 98 (2H, m) ' ' ' V ' V'^, i ... . ' 

.^IIRX^^ h/lx cm -1 (CHCL,) : 3691, 2946, 2236, 1603, 1497, 1454, 
1416, 136 1 0 

2-C4- (5-7 31 =^^> h- w eM££z 31 ^t^Ms^ z±£ 

£%$|25 (c) fc;tofcC4- (5-7 * ~/w<^ h-W -a-) ^7 * y-2--f a<] r 
-fe Ky/i>3.2i g (12. U y^/i')&^*/*-A/i5 mlli^$*x fcftTv tKi 
5 *1 K3&# £i*:fc7j«fc# y «7-M. 70 g (30.25 V^MZMZ-* 2^»^ 

7:t:^77V15 mll^^t, hU s&AsT 5 ^1. €9 ml (12. U y ^/V) $r Jjl 

x.ft 0 %<z>&s Bu^m\^m-f, ? mi (12.7$ v^^mm 
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VtcT F7tKP77V15 ralfcifrT IT, Tk&T^fif #ffl^Tx 3 0 #m.W bfc 
9 g (60.5^ V^M^mmHO ral)M>o< 9 t^n^T, lfiT3 0f»Uc„ 

ia-fb^#l2.74 g (84%)£#fc 0 '. 

^^tjft;*^ (400MHz, CDC1 3 ) Sppm : 7.15-7.30 (6H, m), 6.86 (1H, 
s), 3. 85 (2H, t, J = 6 2 Hz), 3. 02 (2H, t, J = 6. 2 Hz), 2.77 (2H, t, J = 
7. 6 Hz), 2. 39 (2H, t, J = 7. 1 Hz), 1. 85-1. 95 (2H, » 

feftWM^t'V/O v m eta 1 <!CHC1 3 ) ' : 3620, 2947,"' 1732, 1603, 1497, 1454, 

1359, 1250, 1046 o .-.. ... '[. .... . 't • 

mMU25(e) " .... - 

2-(2-3—}*^M-4:-(5-7^=-Jl"<l/ -M?-*? ^ 

MMM25 (d) "C# bfrtc2- [4- (5-7 * s/K* 1/ Y -1-4 =-)V)^y ^ 1/-2-4 /k) 
x-Z J—)V2.m g (9. 95^y^/W)<g:JBV^ %Wfa\<^ hnWZ-VX\ 
l3..45 r (91%) £#fc 0 

M" (400MHz, CDClj) Sppm : 7.15-7.30 (6H, tn), 6,84 (1H, 
s), 3.30-3.35 (4H, m), 2.77 (2H, t, J = 7. 6 Hz), 2.39 (2H, t, j =.7.0 Hz) 
, 1. 85-1. 95 (2H, m) 

^fl-M*^ h?V v.^ cm 1 (CHC1,) : 2946, 2863, 1603, 1497, 1454, 1429, 

1360, 1172o * 

«M25(f) " 
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^f/Wtiy| ^ni^Vac^Xv'K.ST g (9. 02 ^ V ^/V) Sri?* f^*MT 
§ K30 ml tK#T. **fttf-MJ *A0.38 g (9.47 5 y^AOSrjbR*.* 

*©^MT?^*»ffl«tTll*M«#Ufc« ^<z>^> RJSSR^^Tx »M25( 
e) -c#b^fc2-(2-a— K^^)-4-(5-7 v hH^v)ft7xy^ 

PTh^77-{- ; 1^ : g^^/U=50 : 1~20 : l) It J* 

# y > AO. 80 g(14. 3 5 y ^kT-3 tlRa» Lfc„ 1 £t£}£ 

m ; Ufa* f ^V :: * *V -^=50 : -l) \Z.£ 0«f»-UT N 8HBfls£4&k 02 g(28% 

(500MHz, CDC1 S ) 5ppm : 7. 15-7.30 (6H, m), 6.79 <1H, 
s), 4. 23' (2H, i J - 7. 1 Hz), 2. 60-2. 85 (4H, *0, 2. 38 (2H, t, J = 7. 0 Hz) 
, 2.20-2.32 (2H, m), 1. 86-1. 94 (2H, m), 1.53 (3H, s), 1. 29 (3H, t, J = 1. 
1 Hz) 

fcft&t&X^fhA' cnf 1 <CHGls). ,.: 3509, 2944, 1732,,. 1713, 1455, 1377, 
. 1254, 1181, 1113„ 

|l«|25(g) 

2-* h^r^/P^^/WT 5 7-2-pt ^V-4-[4-(5-?^=^V f-H ^frfr 
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1**0925 (f) T?# h intz.2-* ^/U-2-[4-(5-7^=/^^ b-i-J-Ji') ^y x 
f/l'] 3c?-/l>-?v>'$t 31^/^^x7^0.99 g (2.485: /l^) $rfflV^T> 

£ft«i ( j) ■ t mm\z lt n «ia<fc^feo. 85 g (so%) 

ttflBK**^^^ (500MHz, CDC1,) Sppm : 7.15-7.30 (5H, m), 7.13 (1H, 
s), 6.75 (1H, s), 5. 69 (1H, brs), 4.15-4.33 (2H, m), 3.66 (3H, s), 2.50-2 
. 80 (5H, m), 2.38 (2H, t, J = 7.0 Hz), 2. 15-2. 23 (1H, m), 1.87-1.93 (2H, 
m). 1. 60 (3H, s), 1/25-1.30 (3^ ^) ' • 

. t • 

Sfe^te*^ M^v^-oof 1 (CHC1 3 ) : 3417, 2987, 2945, 1719, 1504, 1453, 

1 - ' 

1323, 1077 o r 

^ •^6'M25(h>- — : . ■ 

: 4-p< ^-4-(2-t4- (5 £ 7x.^ju^ t>h -i-^fr /t4 x. S'-W 71^3 } )\>ar 4* 

mfom5(g}^WbfrtzL2-* h*f%frtfi=.fl>T.% J -2-pt ^7V-4-[4-(5-7 

y -W =■ VW) fi7s >/-2-^7k] ^ ^ a^/Win ^ 7VK). 82 g (1. 92 £• 
'1)^)%^ / -71-15 ml, rh7t Kn77^10 mlld£$?£^ ?k&T> 
Uf-^AO.24 gC5.75^ U^7W) % 7jc*4k;*^*-7- £i»0. 22 g(5.75S; 

wh77 7 -f <^W^; ^r/i-fflfctf/^ : i~l : 1) iC«J; 15 
:^Httv g <96%) %Wt« 

%&&&&&X'<9: h*? (400MHz, CDClj) 5 ppm : 7. 15-7. 35 (6H, m), 6.79 (1H, 
s)» 5.38 (1H, brs), 4.18 (1H, d, J =8. 6 Hz), 4. 08 (1H, d, J. = %6~Hz) 2 
.80-2.90 (2H, m), 2.77 (2H, t, J = 7.6 Hz), 2.38 (2H, t, J = 7.0 Hz), 1.8 
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5-2.00 (4H, m), 1.41 (3H, s) 

faf\-*ML*<*-? V/V v.«cnf l (CHC1 3 ) : 3450, 2978, 2945, 1757, 1497, 1401, 
1382, 1249, 1046 o 

HM25U) 

2-7 ^ ^-4-[4-(5-7^^/l-^^ =-)V)<3-3r7 l/-2-s{ # 

MMffliS (h) -C# b *T,fc4~^ &MAr {2-[4- (5-7 * ^yh-H=^)ft7 
x.V-2-^/P}} ^^^it d rf-y , y ^^2-^-i/200 mg(0. 57 S; V %T h 9 t K 
P7yyt ml, /-/VI mU^fi?£-£, 7k#T\ 5 mMfomW V V A7k^ 

'^165 nig (80%)£^fc o 

^^k*«il^.^^ M" (400MHz, CDjOD) 6ppni : 7.15-7.30* (6H, m), 6.84 (1H, .■'=■ 

s), 3.61 (1H, d, J = 11.5 Hz), 3.52 (1H, d, J = 11.5 Hz), 2. 80-2:95 (2H, 
m), 2.75 (2H, t, J = 7.5 Hz), 2.35 (2H, t, J = 7. 0 Hz), 1. 82-2. 10 (4H, m) 
, 1.32 (3H, s) 

p9m<&X^? VjV v Bai cm* (KBr) : 3351, 3027, 2928, 1594, 1509, 1455, 1 
389, 1062 o 

2-7 ^ / -2-* 9V^-4-C4-<5-7 ^ ^/k) ^^-7 £ V-2-^f Zf # l/-l-$r 
g»J26(a) 
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4-* f/M- (2-C4- (5-7 ^ =^y^)ft7a ^-2--^ ^ JV^T^ *S V 

. «^l25(h)^#feHfc4-^^/W4-{2-[4-(5-7^=/^>'f-W^)^^7 
a. V-2-^ } ^frUr*^/ V *J V174 mg (0. 49 5[ U ^/P-) £^ ./ — /V 

^^164 rag (93%>£#fc 0 .'* ' 
^S^fcHt:*^ (400MHz, CDClj) Sppm : 7.25-7.30 (2H, m), 7.15-7.20 
(3H, m), 6.70 (1H, s), 6.63 (1H, s>, 5. 33 (1H, brs), 4. 18 (1H, d, J = 8. 6 
Hz), 4.07 (1H, d, j = 8.6 Hz), 2.80-2.90 (2H, m), 2.61 (2H, t, J = 7.8 H 
"* z), 2: 53 (2Hp< f = 7: 7 Hz)? 1. 93-2. oi' (2H, m) * ; Ir5#-L 70 ; (4H, r to)', r 1. 35- 
1 45 (5H, m) ; 

l *MlR^l^ , v 1B cia 1 "(CETCij) : 3451, 2977, 2934, 2858, 1757, 1400, 
1382, 1045 o 

llJ6$26(b)' ; . 

2^7 5 / -2-^^-4-[4-(5-7 a ^W£Vg2kQ ft7i V-2-^f ^£ V-lr-a* ' 

^^]}3:^^iJ-yi; ^-2-5j-^136 mg (0.38 5 y^/^^rfflV^T. ^IJ£M25( 
i)£PillwLT v ^gBib^lO? rag (76%) £&fc 0 

b/V (400MHz, CPCI,) 5ppm. : 7.10-7. 30 (5H, m), 6.63 (lH, 
s):, €.61 <1H, s), 3.66 (2H, s), 2.80-2.95 (2H, m), 2.58 (2H,. t, J = 7.7 H 
z), 2.47 (2H, t, J =» 7.7 Hz), 2.00-2. 18 (2H, ra), 1. 52-1. 67 (4H, m), 1.25- 
1. 45 (5H, m) 
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faW&MX'*-? hA^v m cnf 1 (KBr) : 3223, 2929, 2887, 1606, L525, 1455, 14 
00, 1054 o 

mmm27 

^M26(i) T?nt>htc2-T 5: J-2-* f/W4-[4-(5-7x^^y h~l-J ~M 

f-ity^ ^-2--f /v]V# v-l-^^ &@?i£i78 me (o. 495; !> & v * f y — 
/V2 bHcJWKS*," 6 M«2 'mtSrJD*., * 4 Ufc. RJ»«r 1 

f- £*stm»}- h y -7 A-ef&t^s kiET^«@* bfco jse^sri, 4- 
^^-tj-^2 mi \z®m £ k\ fcifcT; ■ 4 ^^mm^^^wm &m 

^ rag (53%>&#fc 0 y /I 

■"'#nK^t*Hfe^^^ >^ (400MHz, CD 3 0D) 6 ppm : 8.14 (1H, s), 7.29 (1H, s) , 7 

.10-7.27 (5H, m), 3.63 (1H, d, J = 11.6 Hz), 3.53 (1H, d, J = 11.6 Hz), 2 

.85-3.00 (4H, ffi), 2.64 (2H, t, J = 7.0 Hz), 1.92-2.13 (2H, tn), 1.67-1.75 
(4H, nO, 1. 33 (3H, s) 

faft-mZX^P h/V cm" 1 (KBr) : 3361, 3026, 2939, 1666, 1591, 1456, 1 
154, 1072„ 



. y±5. &<£>4-[2-(5-:/ xx^±y^ ^-2-4 M I^A^-A-^/^^yv 
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$ftft£qft;*'*£' (400MHz, CD 3 0D) 8 ppra : 6.90 (1H, d, /= 3.6 Hz), 6. 
72 (1H, d, /= 3.6 Hz), 6.25 (2H, s), 3.61 (1H, d, /= 11.7 Hz), 3.57 (1H 
, d, /= 11.7 Hz), 2.75-2.90 (2H, m), 2.38 (2H, t, /=7.0Hz), 1.88-2.06 

(2H, m), 1.52-1.82 (9H, m), 1.12-1.37 (6H, m), 0,85-1.04 (5H, m) 
feft-WVL^^-P hJ^ v m cm 1 (KBr) : 3191, 2922, 2851, 1576, 1521, 1386, 1 
362, 1193, 1068 

2-7 5 7-2-^9vW4-[5-(5-i^y g^fri/zl^V^/H^^V^-^/V]:/^ V 
/U- vW^»fi (M^b^#.4l-1764) 
»#j28X-#bHfc2-7 5 y-2-=t^W4-[5-(5-*/> P^*V/W<V >-W = 

^^#fco ; / ;i> ,^ r.^".r\.' z."zz ■•• ' • ... ■". 

(400MHz, CD 3 0D) 8 ppm : 6.64 (1H, d^ /= 3.7 Hz), 6. 
57 (1H, d, /= 3.7 Hz), 6.25 (2H, s), 3.61 (1H, d, /= 11.8 Hz), 3.57 (1H 
, d, /= 11. 8 Hz), 2. 70-2. 87 (4H, m), 1,88-2.05 (2H, m), 1.56-1.82 (9H, m 
), 1.10-1.38 (10H, m), 0.99 (3H, t, 7= 7.5 Hz), 0.81-0.93 (2H, m) 
feftWSL^t h/V v M cm" 1 (KBr) : 3196, 2923, 2852, 1581, 1523, 1385, 1 
368, 1193, 1067, .1016 

^WJ30 

2-7 5 J -2-^5VV-4-{5- (5-i/f P ^-fr ixVW*^ » / ^ /P) ^^-7 x. l/-2-4M~1f 
* v-i-^—/v -7 w (0!l^b:^#^-l-2O97) 

HI£i^281?#^tb7£2-75: y-2-3i^7V-4-[5-(5-i/^ p^^VHK- 
/I/) V-l-;*^^^;^^!? 1 LT^m^b-a- 
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W&fS.^k^-^ hfr (400MHz, CDjOD) 6 ppm : 7.72 (1H, d, /= 3.7 Hz), 6. 
99 (1H, d,( /= 3.7 Hz), 6.25 (2H, s), 3.63 (1H, d, / = 11.6 Hz), 3.59 (1H 
, d, /= 11. 6 Hz), 2.85-3.02 (4H, m), 1.94-2.12 (2H, m), 1.60-1.83 (9H, m 
), 1.10-1.42 (8H, m), 1.01 (3H, t, 7=7.5 Hz), 0.82-0.96 (2H, m) 
ffoWflXy'^ h/V v„„ ctif 1 (KBr) : 3395, 2922, 2851, 1654, 1582, 1520, 1 
458, 1385, 1370, 1203, 1067 

mmmi " ' "\ ' " .'; ' 

(2$ -T % J -2-pt ^-/W4-[5-(4- g/g xx ^i/jV^-^yf Y- W ±£7 V. 

-W M 7$ v-x-Hr—jv W i^geS • (telb#t)#-§-i-i072) 

4-[2-(5-y P a: ^-2-^ ;l/)]x^;M-^ ^^f"^ ])' ^^-2-^-^^ 

^'fe*R&^^^ K/t (400MHz, CD 3 0D) 6' 'ppm : 6.93 (1H, d, /= 3.6 Hz). 6. 
73 (1H, d, / = 3. 6 Hz), 6.25 (2H, s), 3. 57-3. 67 (3H, m), 3.51 (1H, d, / = 
11.6 Hz), 3.32-3.42 (1H, m), 2.78-2.95 (2H, m), 2.63 (2H, t, /= 6.7 Hz) 
, 1. 50-2. 10 (7H, m), 1. 17-L 37 (8H; m5/ ' . 
^WML*^? v aax cm" 1 (KBr) : 3394, 2932, 2858/ 1583, 1506, 1386, 1 
367, 1194, 1104 

mmmn 

2-T% /-2-pt^^4-[5-(4-ix^^^4^>t f^ri/7x=^)ft7jy-2-{ 
)V\-7$^-\-±~-!V (M^b^##l-1729) 

4-C2-(5-^n>6^7 /V)]xf;i/-4-^ fvU^lry y ^^-2-^-^S: 

maiJl^-t br/8v\ «f!lia:^#^bT^iaft;^Sr#fco 

h/V <400MHz, CD 3 0D) 8 ppm : 7.45 (2H, d, /= 8.7 Hz), 7. 
02 (1H, d, /- 3.6 Hz), 6. 88 (2H, d, 7= 8.7 Hz), 6. 76 (1H, d, /= 3.6 Hz 
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), 3.77 (2H, d, /=6.3 Hz), 3.40 (1H, d, /= 10.9 Hz), 3.36 (1H, d, / = 
10.9 Hz), 2.91-2.79 (2H, m), 1.90-1.68 (8H, m), 1.41-1.08 (5H, m), 1.11 ( 
3H,s) 

^6fcf433 

2-T 5 y^7 t ^-4-[5-(4-^^i>/^^^7^=/^)^-^-7^>'-2-^/V]^^> < 
-l-3--*> (M^^-a-W-^1-1744) 
4-[2-(5-y U zc^? ^ ^-2-<f /V)3 i^-4->< ^^^/ V & 

WiMM&vMi*^? hA* (400MHz, CD,0D) 5 ppm : 7.51-7.27 (7H, m>. 7.07 (1H, 
d, J= 3.6 Hz), 6.98 (2H, d, / = 8.7 Hz), 6.76 (1H, d, /= 3.6 Hz), 5.06 
(2H; s) , 3. 44-3. 38 ' (2H, m), 2. 9i-2. 80 't2H, m) , 1. 86-i.74 (2H, : m) , 1.11 ( 

0 . - • ' * 

3H, s> 
3l*feM34 

' (2R) -TO- 2->t^/l>-4- {5%3- (4-^;^;^;/) ^p' 
##1-1063) 

h/k(400MHz, CD,0D) 8 ppm : 1,31 (3H, s), 1.88-2. 10 (2H, 
to), 2.27 (3H, s), 2.80-2.95 (2H, m), 3.51 (1H, d, J=ll. 6 Hz), 3.60 (1H, d 
, J=11.6 Hz), 4.89 (2H, s), €. 25 (2H, s), 6.77 (lH, d, J=3. 6 Hz), €. 88 (2 

H, d, J=8.6 Hz), 7.05 (1H, d, J=3.6 Hz), 7.09 (2H, d, J=8. 6 Hz) 
yfl/ cm" 1 (KBr) : 3338, 3211, 3006, 2923, 2229, 1583, 151 

I, 1372, ,1228, 1018 
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HlfeM35 

(2R) -T^y-2-pt^/V-4- {5-[3- (4-^^7s-/»M 
-§-1-391) 

gmWWenbtltc (2R) -T$/-2-^A-4- {5-[3- (4-7* 

..... 

WBKibWI^^.K^ (400MHz, CD 3 0D)6 ppm : 1.31 (3H, is), 1.88-2. 10 (4H, 
m), 2.25 (3H, s), 2. 77-2.92 (2H, m>, 2.94 (2H, t, J=7.5Hz), 3.51 (1H, 4 
J=ll. 6 Hz) , 3. 60 (1H, d, J=11.6 Hz). 3 ( ,93 (2H, t, J=6.2Hz), 6.25 (2H, s 
), 6.62 (1H, d, J=3.3Hz), 6.65 (1H, d,J=3.3Hz), 6.77 (2H, d, J=8.5Hz) 
. 7.04 (2H, d, J=8. 5 Hz) .' 

.^WW^^ M^**,* of* (Kto^: 3412,; 3028; 2947, 2926, 1577, 1513, 138 
7,. 1357, 1239, 1055 

HMi0i]36 ■ 

(2R) -T^y-2-^^-4- (S-[3- (3-/^7x/^0 /P 
■§-1-2276) 

hM400MHz, CD 3 0D) 6 ppm : L 31 (3H, s), 1. 90-2. 10 {2^ 
m),.2.31 <3H, s), 2.82-2.96 (2H, m), .3.52 (1H, d, J=ll,7 Hz>, 3. 60. (1H, d 
, J=I1.7 Hz), 4.90 (2H, s), 6.73-6.85 (4H, m), 7.05 (1H, d, J=3. 6 Hz) , 7. 
16 (1H, m) 

&M4M£*-<f -h-'A( cm" 1 (KBr) : 2923, 2575, 2226, 1621, 1583, 1559, 148 
9, 1290, 1255, 1154, 1045 
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(2R) -7$y-2-^f/V-4- {5— [3- (4-xf^/7i7»S/), 
95:1-1064) 

h/K400MHz, CD 3 0D)6 ppm : 1.20 (3H, t, J=7. 6 Hz), 1.31 
(3H, s), 1. 88-2.10 (2H, m). 2. 58 (2H/ q, J=7. 6 Hz) , 2. 80-2. 95 (2H, m), 3. . 
51 (1H, d, J=11.5 Hz), 3.60 (1H, d, J=11.5Hz), 4. 89 (2H, s), 6.25 (2H, s 
), 6.77 (1H, d, J=3.6 Hz), 6.90 (2H, d, J=8. 6 Hz), 7. 05 (1H, d, J=3. 6 Hz) 
, 7. 12 (2H, d, J=8. 6 Hz) 
■^iWK*^:? h^v^ cm 1 (KBr)':3385T 2959, 2928, 2226, 1.581, 1510, 138 
4, 1232, 1020 

j fe6#J38 . . _ : 

(2R) -7S./-2-^f^-4- {5-C3- .(4-^^^7^/ ^rV) 

MMiirP^fcb-c^ia^tr^fco 

h4/(400MHz, CD 3 0D)8 pp m : 1. 31 (3H, s>, 1. 88-2.10 (2H, 
m), 2.42 (3H, s), 2.81-2.96 (2H, m), 3.51 (1H, d, J41.5 Hz), 3.60 (1H, d 
', J=11.5 Hz), 4.92 (2H, s), 6.25 (2H, s), 6,78 (1H, d, J=3.6 Hz), 6;96 (2 
H, d, J=8.9 Hz), 7,06 (1H, d , J=3.€ Hz), 7.27 (2H, d, >8.9 Hz) 
frW&UX'*? K/V Vmx cnf 1 (KBr) : 3401, 2984, 2918, 2227, 1575, 1492, 137 
6/ "1237, 1011 
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(2R) -T K/-2-^^JV-A- ( 5 -[3 - (3, j^Tj/j 
{t;^#-^l-2285) • 

&fkfS£$&*'<9 hfr (400MHz, CD 3 0D) 8 ppm: 1.31 (3H, s), 1.90-2.10 (2H, 
m), 2.82-2,96 (2H^ .m), : 3. 51 (lH. ;V di J=ll. 6 Hz),._ 3..61 (1H, d, J=11.6 Hz), 
3.75 (6H, s) , 4, 89 : (2H, ft), 6. 13 (1H, .dd, J=2. 2, 2. 2 Hz>, 6.43 (2H, d, J= 
2. 2 Hz), 6.69 (2H, s), 6.78 (1H, d, J=3.6Hz), 7.07 (1H, d, J=3.6 Hz) 

hJV v. K cnf 1 (KBr) : 3382, 2936, 2222, 4682, 1601, 1476, 120 

5, 1152, 1066 

(2.R) -7^/-2-^f;V-4- (5-13- (3,4-^^ K^^7^V^r 
tf^/W] 2 — i ;v) zfZ. 1 - ^-r/V t l^f ^jfe feft (M 

^£#^1-2284) : 

»Mi t mmxL \^xmm\&m%nito 

H/K400MHZ, CDjOD) 5 ppm : 1.31 (3H, s), 1.88-2.10 (2H. 
m), 2.81-2.95 (2H, nO, 3.51 (1H, d, J=11.4 Hz), 3,61 (1H, d, J=11.4 Hz), 
3.78 (3H, s), 3.81 (3H, s), 4.88 <2H, s), 6.25 (2H, s), 6.54 <1H, dd, J=8 
.7, 2.7 Hz), 6.66 (1H^ d, J=2.7Hz), 6.78 (1H, d, J=3.6 Hz), 6.87 (1H, d, 
J=8.7 Hz) , 7. 05 (1H, d, J=3.6 Hz) . . 

^KHX^^ h^ v m cnf 1 (KBr) : 3361, 2934, 2221, 1581, 1512, 1385, 136 
9, 1228, 1196, 1023 
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(2R) -7^-2-^f;W-4- {5-C3- (4-7tWx;^-j/) 7° 
xi\fx=.?V\^^-7 •f^-y—V-Hr—A' (#J?Nb£^#-5§-l-2288) 

ItMl^^? bM400MHz, CD 3 0D)S ppm : 1.07 (3H, s), 1.68-1.82 (2H, 
m), 2.56 (3H, s), 2.77-2.91 (2H, m), 3.33 (1H, d, J=11.0 Hz), 3.36 (1H, d 
, J=11.0Hz), 5.05 (2H, s), 6.73 (1H, d, J=3.6Hz), 7.04 (1H, d, J=3.6Hz 
), 7. 10 (2H, d, J=9.0 Hz), 8.00 (2H, d, J=9. 0Hz) 

; y rt cm"' (KBr) : 3351, 3315, 3287, 2916, 2878, 2734, 222 
9, 1673, 1599, 1376, 1364, 1253, 1174 

Ht&0ii42 

(2 R)'-T$/-2-;t 4 - { 5 ^ [ 3 - ("4 -r-^/U^py^ J 

• ; \- ■:■ ... •.. : , .• ,- • • • . -• 

#1-2289) - 

fvk(400MBz, CDjOD) S ppm : 1.31 (3H, s), 1. 90-2. 10 (2H, 
m), 2. 82-2.96 (2H, m), 3.51 (1H, d, J=11.5 Hz), 3. 61 (1H, d, J=ll. 5 Hz), 
5.04 (2H, s), 6.79 (1H, d, J=3.7Hz), 7.05-7.11 (3H, m), 7.99 (2H, <i, J=8 
. 8 Hz) 

fcftW&X^f J>/i/ Vnx cm -i (KBr) : 3383, 3064, 2226, 1699, 1604, 1508, 137 
9, 1233, 1170, 1002 

^JS0?43 ' 
< 2 R) -T § I - 2 ^lV-A-\ 5 -[ 3 -( 3 j^7^ ±±2 ^ p ^ 
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WM%$k^j*^Z Y J>V (400MHz, CD 3 0D) 8 ppm : 1.31 (3H, s), 1.88-2.10 (2H, 
m), 2.80-2.96 (2H, m), 3.51 (IH, d, J=11.6Hz), 3.60 (IH, d, J=11.6Hz), 3 
. 77 (3H, s), 4.91 (2H, s), 6.25 (2H, s)., 6.52-6.61 (3H, ra), 6.78 (IH, d, 
J=3.6Hz), 7.06 (IH, d, >3.6Hz), 7.18 (IH, t, J=8. 4Hz) 
fa^Mx^f h/W- v MI cm -1 (KBr) : 3005, 2940, 2223, 1583, 1493, 1387, 136 
2, 1284, 1191, 1153, 1080, 1045, 1020, 866, 813, 758, 687, 565 

n«j44 : ;* 

(2, R) -T / - 2 4 - { 5 -C 4 -( 4 - pt f^7x 7 # >>) :/!>-■ 1 -yf ~M 
a. V- 2 -4 M ^- 1 )V ^ \s4 (M^fb-^Wf-1-1139) 

WM^^^t h;V (400MHz, GDjOD) S ppm : 1. 31 (3H,f s>, 1. 87-2. 10 (2H, 
m) , 2^ 26 (3H, s>, 2. 85 (2H, t, J^6. 8flz), 2.78-2^95 (2H, m), 3.51 (IH, d, 
J=ll 6 Hz), 3.61 (IH, d,' J=ll. 6 Hz), i 09 (2H, t, J=6.8Hz), 6. 25 (2H, s), 
6. 73 (IH, d, J=3. 6Hz), 6.82 (2H, d, J=8.4Hz), 6. 96 (IH, d, J=3. 6Hz) , 7. 07 
(2H, d, J=8. 4Hz) 

. SftWVL*^? h/V v ou cm" 1 (KBr) : 3032, 2925, 2596, 1578, 1513, 1388, 135 
9, 1293, 1244, 1205, 1176, 1079, 1039, 867, 812, 509 

( 2 R) -T $ f^-4-(5-l4-(4-7^i-p 7x7 ^■jy)^h-l~4^ 

] ^ X- 2-4 M 7? V-r 1 r-jb—fr (^fb^S-^1-1135) 

. WMX^^ hAs (400MHz, CD 3 0D) 5 ppm : 1. 15 (3H, s) , 1. 72-1. 89 (2H, 
nO, 2. 22 (3H, brs), 2.88 (2H, t, J=6.8Hz), 2.76-2.93 (2H, nO, 3. 37 (IH, d 
, J=10. 8 Hz), 3.42 (IH, d, J=l0.8Hz), 4.11 (2H, . t, J=6.8Hz), 6.64 (IH, d, 
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J=3.6Hz), 6.84-6.90 (2H, m), 6.93-7.03 (3H, m) 

**HftJfc*^ hAs v OM cnf* (KBr) : 3356, 3296, 3090, 2971, 2950, 2916, 289 
6, 2877, 2812, 2735, 1589, 1506, 1465, 1389, 1.289, 1245, 1219, 1203, 1154 
, 1065, 1039, 974, 923, 831, 819, 742, 568, 523, 509 

r 

HWJ46 

(2R) -T^/-2~^/W-4~ {5-[3- (3. 4^z¥*±£2*2JUZ 

h/W (400MHz, CD,0D) 8 ppm : 1.31 (3H, s), 1.90-2.09 (2H, 
in), 2. 19 (3H, s), 2. 23 (3H, s), 2. 81-2. 94 .(2U, m) / 3. 31 (1H, is) , 3. 51 (1H 
, d, J=11. 6 Hz) , 3.61 (1H, d, J=11. 6 Hzl, 4.87 (2H, s), 6. 25 (2H, s), 6. 7 
1 0-6.78 (3H, ra) , 7 01-7.04 (2H, m) ' 3 
vfc&WtiLT-^'J f/V v.„ cm" 1 (Liquid Film) : 3353, 3022, 2971, 2923, 2226, 1 
579, 1500, 1385, 1368, 1287, 1249, 1205,* 1165, 1120, 1077, 1039, 930, 865 
, 806, 713, 573, 446 

: $mma 

(2 R) - 2 -T ^ J- 2 {2- (3 -7x.~Kfxi f/l^^ix) 

=c y- 5~4rt -r'z i/- 1 m^mm (^i^b^w^-1-2395 

) ; . 

(2 R) -T g 7 - 2 ->< f2bl i z^££Z2: ^~ 2 ^~ 1 — ^~ — 

1/2D- (-) -fel&fe 

56 biLfc 85%ee O (4R) - - [. 2 {f^fr? =z 



WO 02/06268 



PGT/JP01/OS988 



294 

~\^)V^r^ir\)^i/~2-ii-yi^% (34.6 5; y^e/v) %T h7t Ko 

77 ^ 35m 1 R W * / 70m 1 U ?K^T. 5 ffij&klfeft;;* U * 

'fmwm i £#u?t, 8 0^2 ara«#ufco ra^io^^^s^n;^ tk 

Ufco 6. 20 g £^ y 60m 1 \Z®M U D-(-)-i@£g£ 5. 19 g (3 

4.6 5 y^/W) ©x;?/-;l/50m 1 »Jflt> WW Ufcet^Sr»UT, 
v ^fBfc-a^ 7. 56 g Srfffc nbfrk®m<D$ m^l. 54gSr3i^ / 5 m 

"itoTKSOm I • &ffl*>X¥?l£iI^'#V\ «$<fc£4fc5.89g ;(98%ee) 

■f ;: • : ;• ■■■■i ' ■' ' ' : < ' " ■ . . ' "_" 

# b tbfc B'tefli-a* 5. 88 g Srat ^ y eom l Rtf* 54m l %mv^xm&&*tr 

\\ «HBf&£4&5.11g (57%, 99.7%ee) £#fc 0 
' ^Hftlfc*^ hA"*^ cm -1 (KBr): 3400, 3218, 3126, 2937, 2596, 1599, 153 
0, 1400, 1124, 1077,' 715. V'- 
TmfttitfM. ; tosNOS ♦ 0. 5C 4 H 4 0 6 t LT%) 
If^t :C,50.95; H. 6.61; H, 5. 40; S, 12. 3)6 1 
ilSWI: : C. 50. 68; H. 6.91; N, 5. 38 ; S, 12. 48 
[«V 4 -14 (c LOO, 11,0) " • 

. ^« 47(b) 

(2,R) -r±f- flsf% / - 2 - jt^/W- 4 - (ft7ay- 2-^VV) ^ 

i • . . - . ... 

^M47(a)t?#^^fc <2R) -rS:>'-2-^^-4-^7 3 ;^-2- 

?pTn i^^TK^bT- h y ^^tK« 3om i 7 y ~ ftfcutmv 

5 n *ci *) N (2 R) -TXJ -2- >* ^>V- 4 3ii/-2-^/V 
' zf&V- l-$r—A' 3.55 g (98%) 5r#fco ( 2 R) -75/ - 2 - * 
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J-jv- 4 - {=3-ir7 zzls-z-JA') -79 is— 1 tf-— a* 1. 51 g (8. 15 5 V 
|CfUi?y 30m 1 SrflfljU *#Ts #£*Bl«fe 1.95ml (20. 7 $ y ^e/v) s 

4- (^w^y) t , y^^2oomg (i. 64 ^ 'y SrJto^fco 

T, ^i&T\ 2B#f^M#Lfc„ KJ£»7k#T* 1 150m 1 g£ 

* T £ <~ (WW!& » : 3 : 1-1 : 2) fcl* 

^ftSt, «IB^^2.15g (98%).tr^fco ..' '.. "J..' . - 
l&BMMMi*^? bA* (400MHz, CDC1 3 ) : 6 1. 37 (3H, s), 1. 93 (3H, s), 1.94-2. 10 
(1H, m), 2.10 (3H,s), 2.24-2.38 (1H, m> , 2.85 (2H, t, J=8.0.Hz), 4. 18 (1H, 
v d, J=11.6Hz), 4. 32 (1H, d, J=11.6 Hz), 5.39 (lH, brs), 6.81 (1H, dd, J=l. 2, 
3. 6 Hz) , 6.92 (1H, dd, J=3. 6, 5.2 Hz) , '7. 12 (1H, dd, j=l. 2, 5. 2 Hz) 
^ft-tik^*^? WW . M cm* (KBr) : 3265, 3079, 2933, 2862, 1735, 1638, 1559, 
1472, 1441, 1374, 1318, 1241, 1179, 1039, 701, 616 " 

mm 47(c) x! 

figfe'.'' ( 2 R) -7t^7 $ / - 2 - ^ f-/^- 4 - ( 5 V- 2 

mmw mb)x*'&btitdmt (2 r) -twa/t %; - 2-*r#- 4 - (^ 

4-7^^-2— T/V) ^/H.Slg (6.70.5 y^/V) ^v?^^*/VAT5'K20 
Tal*d&S?£*s tKJ^T; N-zTv-ex? tstsj 5 K 1.27s (7. u .5 ma 

W&Wk \ : ^oc^= 3 : 1 - 1 : 2) •? S!GR«:fTfcV ,k 

pSfc^&2.32g (99%) &#f c 
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&Mfx$&X<<? hJl> (400MHz, CDC1 3 ) : 8 1.35 (3H, s), 1.95 (3H, s), 1.95-2.08 
(1H, m), 2-10 (3H,s), 2.24-2.37 (1H, m), 2.76 (2H, t, J=8.4Hz), 4.15 (1H, 
d, J=11.2Hz), 4.30 (1H, d, J=11.2Hz), 5.39 (1H, brs), 6.57 (1H, d, J=3.6 
Hz), 6.84 (1H, d, J=3.6 Hz) 

faWSkM*'*-9 h/^v 0 „ cm" 1 (liquid film) : 3300, 3076/ 2980, 2937, 1740, 
1657, 1544, 1466, 1446, 1373, 1242, 1045, 794, 604 

mmmmd) . • i .. 

(2R) -2 -7^ 7-2-^-4- [2- ( 3 -y^-S^v tf/W^^) 
=5-iT7^l/- 5 —OKI -7*$^-\-ir~-)V ...... 

3-7x^-l-/l3/V^ (1ml) ttK!)l)A (0. 0 6 g> 2. 6 
mmo 1) ^JPi, #*t#St 8 G t^f, 9 O B||I#Lfc 0 w 

. ftt£»#]47 (c) X~?4 h tlfd&M (2 R) ,-Jt W - 2-^^-4 - ( 

5 -zfxi^^-.y^y- 2 -'ffL^V (0. 1 7.7 g* ,0. 5 l.mma Dv 

. V.&.A.. (0. 8 m g, 0, .0 0. 5mm o 1 ) J&$t*&fttft (II) ...( 2.1. . . 

Omg, 0. 2 6mmol)ttl 9 O^OX 1 9 WfMfWt, Jftft* 
f V 7 A * p '4 b ^7 7^ - mmWi /V : 

h V ^flsT 5^, 10:1:0-100:10:1, V/V/V) *5 

100 : 1, V/V) £J8WO|#ML (2R) -2-7 S /- 2-^^-4- .£2 
- (3-7^ —yi^o *s) f-^ry azts— $—4 M 1 -jr—As ( 
9..1 : m.g > ||6%) Pc. 

#btV5fc <2R) -2-7$;-2-^f;l/-4- t2- (3 - 7 s=;l/70.^t 
3r £✓) ft7xy- 5 — T 1 -sh-A' (15. 2 m Sn O. 048m 
mo 1 ) # / —)V (lml) IctHU (4. 5 mg v O, 0 4 9 mm 

o l) zixix.xm.M.x* i « 3 o frntm tfe. wmrmmu ^\mm=^w 
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18. 5 m g x 95%) £r#fc 0 

M' (400MHz, CD 3 0D)5 ppra : 1.30(3H, s), 1. 86-2. 07 (4H, m) 
, 2. 68-2. 79 (4H, m), 3.51(1H, d, J=ll. 6Hz), 3.59 (IH, d, J=11. 6Hz), 3.97(2H 
, t, J=6.5Hz), 6.00(1H, d, J=3.7Hz), 6.44(1H, d, J=3.7Hz), 7. 14-7. 28 (5H, 
m) 

yaX+Zf h/W (ESI) m/z : 342(M+Na) + , 320(M+H) + p 
H»J48 • 

(2R) -T^y-2-^^/W-4- {5,-[3- (3-T-^^/^^/^V) 7* 

P ^/V-]^7^c I/- 2 — Y/W :/g ^- 1 —fr~-Ar b«j> (tfil^fc-^ 

.,• ....... . . .-• ii ... . • . 

: #-*§• 1-2287) . ■ . 

\ ^Wit^#{-b-r«lB{b^%#fco" 

J, W^*^^^ h/H (400MHz, CDjOD) ; 6 1.31 (3H, s), 1.88-2. 10 (2H,. m) ? , 

2,60 (3ft s) , 2,8.2-2, 95 (2ft m), 3. 51 (IH, d, J=11. 6 Hz), 3. 60 (IH, d, J= 

11.6 Hz), 5.02 (2H, s), 6. 78 (IH, d, J=3.6 Hz), 7.06 (IH, d, J=3. 6 Hz), 7,- 
26 (IH, m), 7.44 (IH, m), 7. 61-7.67 (2H, m) 

^ft-SfclX*^ ^ cnt 1 (KBr) : 3346^ 3213, 2929, 2224, 1679, 1595, 158 
2, 1277, 1205, 721 

mnm 49 

'■(2R) -7%/— .2-^^-4-[S- (5-7^g:>>V^V-l-^^> 
ft7icX-2 -^W]^ V- 1 -^/k L» SB^fe (^^h^fe#-§- 1-824) 

mmm 49(a) - 

#t (2R) -7-b^T^/-2-y^/V-4-[5- (5-7x^yf 
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mmm 47 ( c ) htzBm ( 2 r) -t±^t =• / - 2 - * 4 - ( 5 

-^n ^^^-7 ^ V- 2 ->f y^/v 1.60 g (4.59 5: V *=/v) f-JKHA* 
AT 5 K 16m 1 \Z.m%£*£, 5-7^-/1^0- h-l--f ^ 1.99 g (13.8 5: ]} 
h y 3i^;UT 5 6.40m 1 (45.9 5; ]} ^>V) „ J: 5 ftrfH ( I ) 175m g (0.92 5: D 
X^nnt^ ( hjj ^^^/WtJn^^^^) /<7^!>A 322m g (0.46 

/V= 2. : 1~2 : 3) ti^»»tT, flUaflS^ 1.41 g (75%) 3r#fc 0 
^i^^^l^^ b^ (400MHz, CDC1,) : 6 1.36 (3H, s), 1.85-2.05 (3H, m), 
1.94 (3H, a), 2.10 (3H, s), 2.25-2.35 (IH, m), 2. 43 (2H, t, J=7.0Hz), 3. 

: a ... . , . ... . . •;, . ■. 

70-3. 80 (4H, m), 4. 17 (IH, d, J=11.2Hz), 4.31 (IH, d, J=H.2Hz), 5.38 
(IH, brs), 6.64 (IH, d, J=3. 6 Hz), 6. 94 (IH, d, J=3. 6 Hz), 7.15-7.42 (5H, 

. h/^v 0 „ cnf 1 (CIICI3) : 3443, 2946, 2862, 1737, 1681, 1511, 

1374, 1251, 1042 

mm 49(b) 

(2 R) —T% J ^2-^ ^/W— 4 — [5 — (&-7-a^A^'V~l—4~A') 

£d&08 49 (a) £ frtzgm (2 R) - T *^A*T 5 / - 2 - 4 - [ 5 

- < 5 -7xs^y 1 -^=/V) ^7^V- 2 '-^A^f-Af I. 40 g (3,40 
: '<0>A>). Srff7t KP7^y 7 — : tK= 1 : 1 : l&#t 14m 1 

&BU 7K^{by^^A • -tKW i.43 E (34.0 ^ y-eM &#n;t, 50^1? 4 u# 
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4*- (.fettSm&imk*?-^^ ■ tZJ-A': TV^^TtK=20: 1 : O~10 : 
1 :0.1) fcifllllKl/C, (2R) -75/-2-^^-4-[5- (5-7*. 
^y h-l -zf^) f *7xy- 2 -'f 1 -t-A' 1.11 g 

(100%) £#fc 0 (2R) -T5 J- 2 4 -[5- (5-7 

x^yh-i-^A') ^-fr-y^s^i — (M-fZis- 1 jv 360m g . 
(1.10 $ !>^/V) fc^/^vMc^U L«$>5^99mg (LIO^U^^) Sritt 

394mg (86%) #fio d 

V* (400MHz, CD 4 0D) : 5 1.31 (3H, s), 1.82-2.10 (4H, m)* 
2.40 (2H, t, J=7.0 Hz), 2.75.(2H, t, J=7.5Hz), 2.80-2.95 (2H, o), 3.52 
(1H, d, J=.1L5 Hz), 3.61 (1H, d, J=11.5 Hz), .6. 73 (1H, d, J=3. § Hz), .6.94 

(1H, d, J=3. 6 Hz)? 7. 13-7. 30 (5H, nO * , ' " 

fofrWyL*^? b'f^v^ eta 1 (KBr) : 3383," 3106, 3026, 2980, 2942, 2622, 25 
14, 1721, 1609, 1539, 1198, 699 ^ . 
; h/HFf&). ta/z: 328 (M + H> + |Free 0 

5E^«S(i ; ((io^NOs^HjO,- 0:2^0 t 

ff^i: : C,62. 75; H, 6. 55; N, 3. 32; S, 7. 61 
J^RMtt : C, 62. 50; H, 6. 29 ; N, 3. 39; S, 7. 70 
ta] 0 2S -0. 9 (c LOO, *>V— AO- 

• . « 

^66^50 . . 

(2 R) -T^y- 3 - ^ ggk— 4 ^ [ 5 - (5-7x 7>f M ^7 

^ V- 2-^^]^^ ^- 1 -d~A- L^P^ (^ft)^^ 1-1344) 

MMffl 49 kfrfc ( 2 R) -757-2-^f^-4-{5- (5.-7*^ 
•^K-l-^' 5 *) ^ri^aiVr 2.--f^3/^.^~ 1-^-^ 387m g <1. 18 
k |#;^4mlM§tv 6 &®»4 m l 4 
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« b'fco &&m& oxxzL%}m&. i k y »>'a*^-ct^* y ft ( p 

HI 4) MLTciL fi^f^tttWLfc. ttfl5^^-^Ji«rlS*iiaH-hy £ 
At?4feJft^, M&MJETg*U ^»v-y^y^n^b^^7V- (Chrom 
atorex NH (100-200 mesh)) G^ffiM ; MMfc* f WV : ;* * 7 — /U= 1 : 0 —50 : 
1) tJ:9ilUts (2R) -T^/-2-^^;v-4-[5- (5-7^^/V< 
>9 /Jfr) ^iry a. ^ 2 — f /W] i^- 1 1 -**->U 336m g (82%) #fc 0 
^^^^y-'/HC^L, Lt*5^88mg (0.97 ^ y^/U) 

'ifeft^ ? / r^l ^ff^**^^^.^^^*^^*^ 332m ? & ; 

8%) WttL 0 

h/V (400MHz, DMSO-d^) • ; 6 1. 19 (3H, s>, 1. 55-1. 67 (4H, m), 
1.80-1.98 (2H, m), 2. 60 (2H, t, J=6. 7 Hz), 2.83-2.96 (4H, m), 3.40 (1H, 
d, J=ll. 3 Hz), 3! $? (1H, d, J=li. 3 Hz)', 7. 00 (1H> J=3. 7 Hz), 7. 13-7. 22 
(3H, m), 7. 23-7.31 (2H, m), 7. 80 (1H; d, J=3.7 Hz) 
' F/V'v Mt cnf 1 (KBr) 3126, 2942, 2657, 1915, 1718, 1649, 160 

9, 1547, 1445,' 1205, 700 

•^-X^^Z f/KF/&) m/z: 346 (M + H}* (Free •&) 
TZmtttirW. ; (qoH^N^S'^O.-0. 5^0 t LT%) 
H*#|ff : C, 59. 44; H, 6.80; N>3. 15; S.7.21 
H®I#: : C, 59. €2 ; H, 6. 53 ; N, 3. 31 ; S, 7. 43 

- (2R) 4 - [ 5 - (5-7^^^^/^) -ft7.x-y 

0^6« 49 (a) ^fefrfcHgl ( 2 R) -7tf;VT $ /- 2 4 - [5 

- ( 5 -7i^;Ky * - 1 -4 -/U) f^7x.y-2 --r'/H^^/V 337m g (0. 
82 5 y 9/ -/k 17ml izMMiS^ 1 0 %/-?7i?!?^ - £tfff 170m g £ 



WO 02/06268 



PCT/JP01/05988 



301 

mil, 7K*#b^t. i6^j»Lfc 0 wmm^m^, wmzmfcr 

©£U tiP&i (2R) -T^^T% 2-^^-4 -[5- (5-7^ 
>^>^M.^7x^-2-^f/W]^ ! 5 L ^318mg (93%) £r#fc 0 #£>tbfcg^ 
Ife (2R) -7WT5;r2-^f^-4-[5 - (5-7x=^yf^) 
^^-7^^-2--^^]^/V298mg (0.72 5^^^) §T7 h7t KP77V : . 
* : tK= i : i : 1^6 m 1 WzfeMU jjcMfeftjU • — aKfttt 3 

,oim,g (?. 17.5 y ^ fr^itv r 5,qp-c ej*.waa*i^fco ,^j^*?W£*>*y 

.T@* tfc 0 243 in g Sr^^ y wKCpU 5 fife 65m g (0. 72 ^ JHE 
yv) Srin^. v *fWbfc^5SrMKtU MIB^fe&^fe^^ LT 251m g (83%) 

^i^k^Bfe^^^ h7W (400MHz, CDjOD) 1.31 (3H, s) , 1.32-1.42 (2H, m), 
1.58-1.70 (4H, m), 1.88-2.08 (2H, m), 2 59 (2H, t, J=7. 6 Hz), 2.74 (2H, t, 
J=7. 4 . Hz)., 2; 75-2 A 91.i2H, m),. ,a.,52 (1H, d, J=U,.6 .Hz) , . 3. 61, (1H, . d, J=U. 
. 6 Hz), 6. 56 (1H, 4, J=3. 3 Hz) ,. &63 UK, d, J=3. 3 Hz) : , 7. 09-7. 17 (3H> m)„ 
7.19-7.27 (2H, nO 

pfWyL^^t cm" 1 (KBr) : 3458, 3134, 2929, 2855, 2595, 1724, 164 

2, 1543, 1219, .710 'of 

MMffl 52 . 

(2 R)-7 § y-2->t^W4-{5-[3-(4-^ P P7x/^) :/g gSM±±Z*^ 

-W M g|^±±^-^ i » ? Bfetfi: (ffi^ffr£$fr## l-2273> 

. MMM 52(a) 

-m£ (2 R) -T-fe^T $ /-2-7t ^-/^4-[5-(3-H Yxi^*/-7u*?=.jV) ^ 
mMM 47 (c) -e-g-fS Lfcgj^ (2 R) -T^^r ^ 7-2-^^>l-4-(5-^n* 
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^■$•7 m f /V) -f^-jV \. 38 g (3. 95 5 V *A0 ^JV-fojVkT % K 20m 

1 ^t£$$?£-B:, -fnj<.jV^;VT;Vzi^-)V 0. 69m 1 (11. 9 5; ]) ^/i-) % h !) m^/v 
T % ^ 5. 60m 1 (40. 1 5 V *As) % X 0 KM (I) 76m g (0. 40 5: V %JfW 
ao^T. (M) 7x^*^7-{ V) /^yi^ix 276m g (0. 39 5 D ^-A-) ^P^.> 

i .^f-^.: i^m^^.-3 : 1~1 : 3> K £ yMMLX,Mm<k^%&&tk$kt UT 
685m g (54%) #fc a • 

W^*B^^^ K/W (500MHz, CDC1 3 ) 1. 35 (3H, s), 1. 91 (1H, brs), 1. 9 

4 (3H, s), 1.97-2.05 (1H, m) , 2.10 (3H, s), 2.27-2. 35 (1H, ra), 2.75-2.82 

(2H, ra), 4.16 (1H, d, J=ll. 2 Hz), 4.31, (1H, d, J=ll. 2 Hz), 4.49 (2H, s), 

* 5.43 (IH, brs) , 6. 66 (1H, d, J=3 6 Hz)~ 7.02 (1H, d, J~3. 6 Hz) 

* fctt-Wm*^? b&V m cm 1 (KBr).': . 3295, 3077, . 2981,,' 2217, 1740, .1644, 15 
, 56, 1373, 1251, .1028 . ;j 

^JiM 52 (b) 

(2R)-TU -2-^ f-7W4-{5-[3-(4~^ * * 7»7 7*P g^Ajg^Tg ^ 

H»j52(a)T*-a-^L7t^ (2R) -Tir^T ^ /-2-^ ^W4-[5-(3-t 
=3f i'T'n t°c=.^) ^^"7 V-2-^/V] 285m g (0. 88 5 V RT*A 

-pp n 5Tx / 136m g (L 06 5 ]> *M fct^CT" f7t Kd^yVSm 1 

*i&1> T?S&irA*#>iSt ^^it^x^230m g (1. 32 
&.tfh y 7s5^^7^ V 346m g ft. 32 § V SriD*;, ili&fclT 4«^ 

#ufc 0 KJ^m#fe^*^r. ^^/v^mbfco 
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; : mm^^=2 1-1 : 3) ± rwmvx* mm C2r>- 

-2-^ Mzf^JV^f^M^M^mt LT 195m g (51%) ^=fc 0 £Jl*H7tKB 
77V:^ * y — : 7fc= 1 : 1 : 1^6m 1 «t»|Ctft|jf U TMKfty ^ A • — 
7K» 370mg (8.82 ^^A-) £rJH;U 50tT6l^»Lfc, RJS»t&-*lJ:fc 

y «rWETe5feUfc. 175m g (O.SO ^ D ^/V) |;pxf;V5ml l^j|U 
S.gfc 45m g (0. 50 $ y $jty£. v -$rffl Vfd$&%ffiM U SSflBfe-^fc . 

e^^tbT198m g (86%) #fc 0 

^mm^^t hA* (400MHz, DMSO-da) :8 1.18 (3H, s), 1.7-2.0 (2H, nO , 
2.84 (2H, t, J=8.7Hz), 3. 43 (2H, m), 5.07 (2H, s), 6.83 (1H, d, J=3.6Hz), 

7.05 (211, d, J=9.0Hz), 7.19 (1H, d, J=3.6Hz), 7. 37 (2H, d, J=9. 0Hz) 
pflWk*-><& hJU%+ era 1 (KBr) : 3416^ 1719, 1597, 1490, 1375, 1241, 120 
1, 1092, 1006,830 [ 

b/U (FAB) . m/z: 350 (M + H) + (Free {£) 
5n^W ; (QoMOaS'Q^O, ^ VT%) r 
ff^fil : C, 54. 61; fi, 5. 04; N, 3. 18; S, 7. 29; CI, 8. 06 
: C, 54. 61; H, 5.04; N, 3. 01; S, 7. 16; CI, 7. 77 

%mm 53 

( 2R) -7 5 7 -2 -^^- 4 -[5- (l-t KP^>-5-7a^y 
1-1.6 8 6) 

gmWSO T?# ( 2 R) -75/- 2 - 4 - £ 5 - ( 5 

y < M ft7xy- 2 ^f/W V- 1 130m g (0. 38 5 y^e 

*>) J§T* * y -/V3m 1 «.t, tK^T, *Sf{fc* b y ^ A 17m g (0. 4 
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34m g (0,38 5^^) &fll*. v igjft&fefcET©* Lfc. x^;-^3 
ml&AU;i, tfcK*aiRL,T«ia<k;^W9Smg (58%) &&&&&k LTfcfc. 

h/U (400MHz, CD,0D) :5 1. 25-1.50 (2H, m),' 1.30 (3H, s), 
1.58-1. 68 (2H, m), 1. 70-2. 08 (4H, m), 2.52-2.64 (2H, in) , 2. 80-2. 94 (2H, 
m), 3.53 (1H, d, J=U.7 Hz), 3,59 (1H, d, J=il,7 ; Hz) ,, 4.74 (1H, t, , J=6. 8 
Hz), 6.69 (1H, d, J=3.6Hz), 6.74 (1H, d, J=3. 6 Hz) , 7. 08-7. 27 (5H, m) 
Mf\WVL^# cm" 1 - (KBr) : 335T, 2933, 2857, 1579, 1496, 1454, 131 

0, 1070, 699 * 

^SM.54 . _ ... .... ." ^ ' ; . r ' ' " ' 

( 2 R), .-T" - 2 -pt ^/y^- 4 -[ 5 J (4 -^y-yvy x -vf^/v) ^ 
- £Zg 2 -^M^V- 1 .-^rr/V . . U'.fr S-fflfc . <^fcifr*«# 1-756) 
49 £ Mk ( 2 R) -Tir^T 5 / — 2 - * ^- 4 - ( 5 

M' (400MHz t . CD s 0D) : 6 1.31 (3H, s), 1.88-2.09 (2H, m), 
2.68 (2H, t, J=7. 3 Hz), 2.78-2. 93 (4H, m), 3.52 (1H, d, J=11.6Hz), 3.61 (iH, 
d, J=11.6 Hz), 6.72 (1H, d, J=3.6Hz), 6. 88 (1H, d, J=3.6Hz), 7.16-7.31 (5H, 
an) . . .. 

pft&tfS&^f'-k&v^ cm" 1 (KBr) : 3204, 3110, 3026, 2981, 2929, 2887, 1719» 
1608, 1541, 1202, 699 
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(2R) -T $ y.- 2-^f /U-4-[5 - {4-7^~}V?$ J 4 )V) ft? 
V-2-^^]7 f ^^-l-t— ^ U»9Bfetl[ (fil^ft;^ 1-1330) 

H«J 50 t PJ«fc: % 54 VmZfttc (2R) f^- 4 - 

[5- (4-7x^Hl-/f^/l/) f t7xy-2-/f^]^y-l~t- 

©H3I^*«&^^^ h/V(400MHz, DMSO-d,,) : 6 1.19 (3H, s), 1.82-1.98 (4H, m), 
2.62 (2H, t, J=7.7Hz), 2.85-2.97 (4H, m> , , 3. 39 (1H, d , J=11.7 Hz), 3.45 
(1H, d, J=ll.7 Hz), 7.00 (1H, d, J=3.8Hz), 7.15-7.33 (5H, m), 7.76 (1H> 

d, J=3.8Hz) 

^fl^Ifc;*^ h^y„ cnf 1 (KBr) : 3410, 3210, 2941, 2653, 2576, 1665, 1641, 
1530, 1452, 1325 

2»J56 ' 

(2 R) -T ^ 7-2-y^-4--[5- (4-i^^ti^r^^h-l 

>v) ^t7^y - 2 -^M/:? y-i (m^j 1-743) 

h/W (400MHz, CD*0D) : 6 0.87-0.99 (2H, m) , 1.08 (3H, s), 
1. U-l. 50 <6H, to), 1.62-1.81 (7H, m), 2.41 (2H, t, J=7.2 Hz), 2.74-2.88 
(2H,m>, 3.34 (1H, d, J=U.O Hz), 3.37 (1H, d, J=11.0 Hz), 6.66 (1H, d, J 
=3.6 Hz), 6.87 (1H, d, J=3. 6 Hz) 

^S^XX^ h/ls v m cnf 1 (KBr) : 3334, 3269, 3153, 2922, 2851, 1618, 14 
•49, 1060, 804 

<2 R). —T $. y - 2-/^- 4 - [5 - (4 — '%/# U^ j/AyZf^M f t7 
-JM-f# is- 1 -t— (M^{fr&&#-§-l-7l) 
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mfeW 56 ( 2 R) -757-2 4 - [ 5 - (4 -is? 

WMMM^^ h/V (400MHz, CD 3 0D) : 6 0.80-0.95 (2H, m), 1.08 (3H, s), 
1. LQ-1.40 (8H, m), 1.54-1.81. (9H, m), 2.68-2.87 (4H. m), 3,34 (1H, d, J= 
10.9 Hz), 3.37 (1H, d, J=10. 9 Hz), 6.53 (1H, d, J=3. 2 Hz), 6. 58 (1H, d. J 
=3. 2 Hz) 

fajfallip.X'*? b/U cm" 1 (KBr>: 3333, 3269i 3170, ■ 2923, 2850, 1619, 14 
61, 1447, 1059, 801 

(2 R) -7 - 2 - ^-4-[ 5 - (4 - V> P^^r^^j? /^^) g; 

■fry^y- 2 ~-4?v\~f$ y- i-^t-jv '(mmk&Wm$ i-i329> 

MMm 56 T»#fetLfc (.2 R) — T 5 7-2 4 -[5 - (4 -V^ 

;n» 17 £ nafe lx< mmt'fr%)*ntz 0 

tlik*!^ hA' <400MHz, CD 3 0D) : 5 0. 83-0. 97 (2H, ni>, 1.09 (3H, s), 
1.10-1.33 (6H, m), L.6I7L86- (9H, m), 2.82-3.00 (4H, m) , 3.35 (1H, d, J= 
10.9 Hz), 3. 39 (1H, d, J=10.9 Hz) , 6. 94 (1H, d, J=3.7 Hz), 7.69 (1H. d, J 
=3. 7 Hz) 

iW^^^ h/V Vwa enf 1 (RBr): 3333, 3268, 3142, 2921, 2849, 1648, 14 
57, 1208, 1057, 923, 816 

: mmms9 
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1185) 

»^*«>S*^ h/w (400MHz, CD 3 0D) : 6 0.92-1.04 (2H, m), 1.13-1.37 (3H, 
m), 1.31 (3H, s), 1.53-1.82 (6H, m), 1.89-2.11 (2H, m), 2.82-2.96 (2H, 
nO, 3.35 (2H, d, J=6.4Hz), 3.51 (1H, d, J=11.5Hz), 3.61 (1H, d, J=1L 5 
Hz), 4.87 (2H, s), 6.25 (2H, s), 6.78 (1H, d, J=3.6 Hz), 7.05 (1H, d, J=3. 

... : ■ • „■ 6 Hz) _ ' . . , . wi , ... 

#^©IJR^^.^ hA* y mi cm 1 (KBr) ; 2924,. . 2852, 2218,. 1577, 1496, 1386, 13. 
56, U95, 1089, 866 

I ( 2 R) — T 5: / - 2-> ^M>- 4 - [ 5 - ' ('4 P ^ VjVUr* is?^) 

Va-? 3i 2 /u] ^ ^- 1 ^ -7 w ^akja (m^it^^ 1- 

^M 31-e#e>^fc (2 R) -7$ y - 2-^f;W-4 -[ 5 - (4-^a^. 
*v7W^V:/ h-W7^)^^7^^- 2-^/P]^V-l -^-ylx^v\^ A 

&MM.&lfeX<<? hA* (400MHz, CD,0D) : 5 1. 15-1. 35 (5H, m>, 1.31 (3H, s), 
1,50-1.80 (7H, tn), 1.85-2,08 (4H, flO, 2.73-2.92 (4H, m), 3.20-3.30 (1H, 

«0., 3.45-3.55 (3H, m), 3.60 (1H, d, J=11.6 Hz), 6.25 (2H, s), 6.59 (1H, d, 
J=3.3 Hz), 6.64 (1H, d, J=3. 3 Hz) . ) 
. JBWM*<<? v^cnf 1 (KBr) : 2931, 2856, 1577, 1490, 1471, 1459, 13 

88,' 1357, 1108, 1081, 868 

.. mmm si ... c-\ , 

<2R) -T^y-2-^^-4- {5 -[4- U-y^ny^j^r^A -f 
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=f-jV\*3-±7^-2-4 >\<\ •7#l'-l-&—A' (MTFtt&tfo^ 1-463) 

gaBSt*^*^ hA* (400MHz, CD 3 0D) : 6 1.08 (3H, s), 1. 70-1. 85 (6H, m), 
2.73-2.88 (4H, m), 3.34 (1H, d, J=10.9 Hz), 3.38 (1H, d, J=10.9 Hz), 3.9 
^4 (2H. ,t, J=5.9 Hz), 6.58 (1H, d, J=3. 7 Hz), 6.60 (1H, d, J=3. 7 Hz), 6. 83 
. -6. 90 (2H, m), 6. 93-7. 00 (2H, m) . : 

pfWSL*^? VA* v. m cm 1 (KBr): 3333., 3268, 3162, 2940, 2865, 1509, 14 

74, 1244, 1220, 1060, 830, 763 

(2R) -t\/~ 2-J-^A<-4- {5 -[4- {4-*Y**/y*J*c*/) y* 
±M ft7£ ^-2-4 M ^~ 1 A- iMm\& W-^- 1-479) 

. __J HJfc^J lh t l^^^ bT^bH7c (4R) -£^V-4 - {2-C4-(4-^>^r^7 3 i y 

. #0HK#4|X^^ r h/V (400MHz, CD 3 0D) : 8 1. 08 (3H, s), 1.68-1.84 (6H, m), 
2.73-2.87 (4H, n), 3.34 (1H, d, J=10.8Hz), 3.38 (1H, d, J=10.8 Hz), 3.7 
2 (3H, s), 3.91 (2H, t, J=6.0 Hz), 6.58 (1H, d, J=3. 1 Hz), 6.60 (1H, d, J 
=3.1 Hz), fi.8I (4H, s) 

^ttWSL***-? bJ^ v w cm" 1 (KBr) : 3335. 3273, 3183, 2945, 2868, 1514, 14 r 
. 73, 1233, 1045, 825, 735 

JSJfciW>'3_ . • . " : 

• < 2 R) -T. %S-Z-* J-fls- 4 -15 - ( 4 -*<l/pA<*-**r7 f -1 — f —A?) 
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1266) 

fflMU/Mk*'*-? Yfr (400MHz, CDjOD) :6 1.31 (3H, s), 1.89-2.10 (2H, m) , 
2.70 (2H, t, J=6.8Hz), 2.80-2.94 (2H, m), 3-52 (1H, d, J=11.6Hz), 3.61 
(1H, d, J=11.6 Hz), 3.64 (2tt, t, J=6. 8 Hz), 4.57 (2H, s),. 6.74 (1H, d, J= 
3.6Hz) , 6. 94 <1H, d, J=3. 6 Hz), 7. 23-7. 39 (5H, m) 

p^WSL^^ f/b ra cm" 1 (KBr): 3358, 3028, 2926, 2544, 1719, 1702, 160 
6, 1496, 1468, 1454, 1402, 1279, 1204, 1105, 806, 739, 720, 699, 500 
-i-K^t h/WFAB) m/z: 344 (M + HT (Free ft) 

' "" 11^64 

( 2 R) $ / - 2 - pt ^/y- 4 - [5 - (4 -^l/^JV^^^f-)^) 
* ^>-2 -A AsYzf '9 "is— 1 -X^-A* -yV^r ^g&fe (Mffi fc&i&g^ 1-594) 
,5T HJS0!| 64 -C#btbfc, ( 2 R) -T 5 J - 2 4 - [ 5 - (4— 

Wmm#&^-? h/> (400MHz, GD,0D) : 5 1.31 (3H, s), 1.59-1.76 (4H, m), 
1. 88-2. 08 (2H, m), 2.76 (2H, t, J=7.2 Hz), 2.79-2.91 (2H, m), 3. 49 (2H, t, 
J=6. 4 Hz), 3.51 (1H, d, J=11.6 Hz), 3.60 (IB, d, J=11.6Hz), 4.48 (2H, 
s), 6.25 (2H, s), €.58 <1H, d, J=3.6Hz), 6.64 (1H, d, J=3.6 Hz) , 7. 23-7.3 
58 (5H, m) 

.ifef ... . • . . •■ ^- ... • . . ..... . . • . . . . 

Mft-MtoLX^? h^v m ca l (KBr) : 2935, 2862, 1579, 1496, 1386, 1363, 119 

5, 1104, 1077, 1012, 375,; 866, S04, 737, 698, 569 

■ *kr**s<9. K/V(FAB) m/z: 348 (M + H)* (Free#) 
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mw\ 65 

(2R) -T ^ J ~ 2- ^J-JV- 4- {5-[3- (4 -J- ±A^# g^±^± 
^{b^#g-§-l-10'50) ^ 

^S^^JIf^^^ h/V (400MHz, CDjOD) :8 0.89, 0.90 (It 3H, d, J=6.4 Hz), 
1.31 (3H, a), 0. 92-1. 56, 1.70-2.12 (thllH, m), 2.81-2. 96 (2H, m), 3.40-3. 
49, 3.73-3.79 (fhlH> m), 3. 52 (1H, d, J=1L 2 Hz), 3. 61 (1H, d, J=ll. 2 H 
z), 4.36, 4.39 (H-2H, s), 6.25 (2H, s), 6. 78 (1H, d, J=3. 6 Hz), . 7. 04 (1H, 
d, J=3. 6 Hz) 

faf\-WSL^^t hJ\sv m cnf 1 (KBr): 2927, 2864, 2219, 1579, 1508, . 1386, 136 
6, 1193, 1093, 1077, 876, 865, 807, '717,568 ■ 
•vaa+Zjr F/KFAB) m/z: 336 (M + H) + (Free#) 

iySM.66 
<4R) z >ig2^li£gi^^ 

4-4) 
H&M. 66(a) 

(2R)-t^ K^fl^fe/KT 5 V -3-n-^-fr / -f A>fr* i^-2-^ f-^-l-^p /-t 
. J—A> . 

2-t-y h3f f#/M?:=/WT 5 j-A^-l, AW#>-A> 20. 0 g (97. 4 

. mmol) 200 ml 4»*£SH§S-U n^ty|Hf-;HXT^ 

16. 3 ml (0.10 mol) y if [Immobilized lipase from Pseudomonas sp. 
(TOY0B0; 0. 67U/mg) ] o! 8 « ZMx.* 2 EfRQitl, < flfc#Lfc. 

\mm% : mk^/^= l 0 : l-2 : DfcJ^tSS&LT. ^ia{^ 
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m 25. 0 g (85 %) ttttfe t LT#fc 0 

# £> tifc (2R) -t-;?' I- =3f f# A*&~A'T 5: / -3-n-^3f f - / ^ /M-=£i/-2-^ ^ 
/W* N ^Wffl^^HPLC^yA (ChiralCelOFW-fe/l-), (0.46 
cm x 25 cm) , ; ^ V : 2-7*U/V — A-=70 : 30, ; 0. 5 ml/min) 

. (8.2#) 3S2S#, m^hm^MW (10.5#) #2R 

. [ a] D J6 -8.5 <c 1. 86, CHC1 3 ) - 
WiM^&vMiX^? (400MHz N CDC1 3 ) 5 ppm : 4.86 .(s, 1H), 4. 25 (d, 1H, J = 
11.2 Hz), 4.19 (d, 1H, J = 11.2 Hz), 3. 86 (brs, 1H), 3. 70-3. 55 (m, 2H), 2.36 
(t, 2H, J = 7. 4 Hz), 1.68-1. 58 (m, 2H), L 44 (s, 9H), 1.40-1.30 (m, 4H>, 1.25 
(s, 3H>, 0. 90 (t, 3H, J = 7. 0 Hz) ! 

fcft-tyt.®L*s<? hfrv max cm" 1 (Liquid Film) : 3415, 3380, 2961, 2935, 2874, 1721, 
1505,, 1458, 1392, 1368, 1293, 1248, 1168, 1076 

-vX^? Y/y (FAB) m/z : 304((M+H) + ). . ... 

llSSM 66(b) 

(2R)-t-y 5 y-3-n-^^rf-y ^^^^-2-^^-1-7°^/^ 

^»|66 (a) Til> feftfc (2R)-t-^ h * ^/V^AT £ / -3n~^f- 
#3r^-2-* f-AHH/ta/V ~ A' 30. 7' g (0, 10 mol) ^V/ 600 ml « 

$1 U . * A 220 g &lfi&fc* n Jj&\?}) £ iv 43, 6 g (0. 20 

m®!$; n-^*yis :H|x^=l O :. 1~5 : l^J^ttft-Wt* ^13^ 

#28.8 g (95 %>*m&mft&kvxmco 



WO 02/06268 



PCT/JP01/05988 



312 

W&^l&fe*^? (400MHz, CDC1 3 ) 8ppm : 9.45 (s, 1H), 5.26 (brs, 1H), 
4.44 (d, 1H, J = 11.2 Hz), 4. 32 (d, 1H, J = 11.2 Hz), 2.32 (t, 2H, J = 7. 6 
Hz), 1.70-1.55 (m, 2H), 1.45 (s, 9H), 1.38 (s, 3H), 1.40-1.25 (m, 4H), 0.90 
(t, 3H, J = 7. 0 Hz) 

b/frvmaxcnf 1 (Liquid Film) : 3367, 2961, 2935, 2874, 1742, 1707, 
1509, 1458, 1392, 1369, 1290, 1274, 1254, 1166, 1100, 1078 
: T**C^ b/^ .(FAB) m/z : 3Q2((M+H) + ) . .. . . .. 

mmm ee (c) 

^zit 2-^~}V* =5-)V hV y^-As-fc^-fr- £ J*m. if. \ g (0. 15 mol) £7- V 
7t KP 77 V 750 ml \Z.Wm U fZ{ZL i-^Y^X V 9 J* 17. 2 g (0. 15 mol) 

250 ml lCii tfc|Ii 66 (b) £ ftfc (2R) -t-^ K^;>feI/*>^7 5 /-3-n- 
^^y^7WiT^^-2-^^/Wl-^t3^^Wl- 23.0 g (76. 4 mmol)^7K^T> % 

J - (&m&9£ ;n-^^f-i/ : @f^x^= 2 0 : 1 )^<t 9 fj^bX, 
27.8 g (96 %)^fejft^#7tL-C#fCo 

^^*i!l^-<^ >/k (400MHz x CDC1,) S ppm : 7.32-7. 26, 7. 16-7. 14 (m, fUlO, 
7.04-7.01, .7.01-6.93 (m, fh2H), 6:63 <d, 0.5 H, J = 16. 0 Hz) i 6 . 60 (d, 0.5 
H, J = 13.6 Hz), 6. 10 <d, 0.5 H, J = 16.0 Hz), 5.58 (d, 0. 5 H, J = 13. 6 Hz), 
4.94, 4. 93 (brs, fHH), 4. 40-i: 10 (m, 2H) , 2,34 (t; 2H, J = 7. 4 Hz)., 1. 70-1. 55 
<m, 2H), 1. 57, 1. 50, 1.44 (s, Wf 9H) , 11 40-1. 25 (m, 7H), 0;88 (t, 3H, J = 7^0 
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Hz) 

WW max cm -1 (Liquid Film) : 3370, 2961, 2933, 1725, 1495, 1456, 
1391, 1367, 1247, 1167, 1109, 1100, 1072, 697 
■v**-** h/V (FAB) m/z : 381 (M + ) 

HMf 66 (d) 

(4R)-^^/i^-4 : -[2-(^7 *l/-2-4 A')^7-~;V\ir*^/]}i?l<'r-2-jrl/ 

' mmwm (c) ynbfrtc(2R)-t-z?h*i'*frtf 

**i/-2-* ^)V-i-^^ ^-2-y{)V)-Z--/=r IS 40. 5 g (0. 11 mol) ^ V 7 k 
Kp 150 ml, *?;~A> 150 ml i^?L v i MMMik~T h y ?X 

tM§$530 ml fcTkifrTjto*., 7k^TT*3 0^ 1 B#|?Sjm# Lfc 0 

fe£f&#? 35. 0 g £r#fc- 0 - <£>&££fc%£x h 7 t F P 77 X300 ml fct&ffi U t- 
^h*£^* !J 17 A 17.8 g (0. 16 inoiySr^jiOx., *}ftT-?l 0# v Ii&f4 0 

3 : 1~1 : l)fcj:»)iilT, «fafc£«r 18.0 g (81 %) LT# 

'^fl^t**^^ » (400MHz % CDClj) 6 ppm : 7. 34 (d, 0.5H, J = 5.1 Hz), 7. 19 
(d, 0.5H, J=5.0Hz), 7.07-6.91 <n, 2H), 6.74.(d, 0.5H, J=16.0Hz), 6.59 (d, 0, 5H, 
J=12.S), 6. 17 (brs, 1H), «.06 <d, 0.5H, J=16. 0Hz) , 5. €5 (d, 0.5H, J=12.5Hz), 
4.41 (d, 0.5H, J=8.6Hz), 4. 31-4. 16 (m, 1.5H), 1.60 (s, 1.5H), 1.55 <s, l.SH) 
#£M&JfcX^ WW max cm* (KBr) : 3275, 3110, 2974, 1752, 1391, 1376, 1281, 
1169, 1039, 960, 704 \ 



WO 02/06268 



PCT/JP01/05988 



314 

-rXX'*? h/ls (FAB) m/z : 209 (M+) 

mmm ee ( e ) 

(4R)-;* ^-4-[2-(^^-7^ V-2-^/U)oi^] ^-^-th-y U ^>-2-^->- 
Ht£0I 66 (d) l?#btbfc(4R)-^^W4-[2-(^-^7^V-2--r/l-)^7 i ^]^- 
18.0 g (86.0 mmoDSr^^y— 7H50 ml fct&flfU 10%/^ 

%16. 5 g (91 *>&&&gfls:fcLT#fc.. 
# & *Vfc (4R) ^/U-4- [2- C^*-7 » V-2— f M« ^-^r If -/ V i/-2-Jr 
^*fffl ft^tt HPLC v A (ChiralCel OD-^(^±/U) v (0. 46 cm x 25 cm) v 
; n-^dff-V : 2-^nvV — /l^=60 : 40 s M; 0.5 ml/min) iCT^tt 

3te«m §tL5 ^ <7) (16. 8 M M 2S #\ m^^m^tuat)© (17.6 #) ^ 
2R flST-fo -0 , £ ©Rjkfcfc »* 5 ft^fi&tt: 85 %ee TSbS £ £ $r«Lfc 0 
[a] D M +5.1 (c 2.4, CHC1 3 ) 

■*IB5*|X^fA' (400MHz, CDC1,) 6ppm : 7.15 (d, 1H, J = 5. 2 Hz), 6.93 
(dd, lfi, J = 5.2, 3. 6 Hz), 6.81 (d, 1H, J = 3.6 Hz), 5.39 (tors, 1H), 4.19 (d; 
1H, J = 8.4 Hz) , 4.08 (d, 1H, J = 8. 4 Hz) , 3. 00-2. 34 (m, 2H), 2.68-1. 92 (m, 
2H), 1.42 (s, 3H) 

v max cm 1 {KBr) : 3283, 1770, 1399, 1244, 1043i 941, 846, 

775, 706, 691 

•r^X^? hJU (EI) m/z : 21101*) 

: ^3G53H& 85 %ee <D (4R) ^/P-4-[2- (^t7x >V) ^-^^y 

y 3^-2-#J* Uff'Katet^ffi ml £ n-^^rf-V 5. 0 ml «fl»*.T, MtHMF. 
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^ 99 %ee (DWMi^^ 4. 0 g ^fc„ 
[a] D 2s +7.8 (c 2.0, CHC1 3 ) 

.H«]67 

4-4) 

\^M67 (a) : . . ' ' . ; ; , 

(2R)-t^/ h*V#fi'tf~fi'7$ y-l-n-^^y^7V^ix-2-^>/W4-(^-^7 

" — , ~ — ; — ! — 

;«I66 (c) -r?#btLfc(2R)-t-y h^^^/^^^r$y-i-n-^^f-/-f/^ 

'*'' ^'^-2-^ ^^^t¥#^i 27i 6 -g (72. 4 mmol) fcac^"/' 

-^ 450 "ml K3&ftU 16^^^!> A-M§14. 0 g' £&*V **SSffl£T, 4 0 

ii^=20 : 1-1 0 : l)ia!)tMLT, &i34fr&#J 22.1 g (80 

h/V (400MHz, CDClj) 5ppm : 7.1)2 (d, 1H, J = 5.2 Hz), 6. 91 
<dd, 1H, J = 5. 2, 3.6 Hz), 6.80 (d, 1H, J = 3. 6 Hz), 4 53 (bts, 1H), 4. 26-4.12 
(m, 2H), 2. 85 <t, 2H, J = 8. 4 Hz), 2. 34 (t, 2H, J = 7.6 Hz), 2. 26-2. 16 (m, 
1H), 2.01-1.90 (m, 1H), 1.68-1.56 (m, 2H), 1.44 (s, 9H), 1.31 (s, 3H), 
.1, 40-1. 26 <m, 4H), 0.89 (t, 3H, J = 7.6Hz) 

Mfl&tBLX^? h/Uvnax cm' 1 (Liquid Film) : 3371, 2961, 2933, 2872, 2864* 1721, 
1502, 1466, 1455, 1392, 1367, 1246, 1168, 1074, 694, 
•v^^^ hfr (FAB) m/z : 384((M+H) + ) 
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(2R)-t-^ h*f#fl'tf—A'T5. y-2-^^-i-(^y^-2-^;v)-i~y^ J — 

mffi.M 67 (a) t?# hfrk. (2R) -t-y h 3r A^-AT 5 J -l-n-^lJ- / 
^^-2-^^/V-4-(^7^V-2->r7l>')y^^22.0 g (57.4 mmol)£, 7b7t 
K n 77 V 140 ml RXfttJ -A 280 ml (D^tC^ U ^££^1 W^mt^ ■ 
h .!) !7 280 ml £*ftT*p;t> ^TT* 3 0 ^iBX* 1 H^I^Lfco 

& J £U ©fEMfrgr* 15. 5 g (95 %)*&&®frb\,XftK . 
«ja*R|;*^ hA' (400MHz, CDC1 3 ) Sppm : 7.11 (d, 1H, J = 5. 2 Hz), 6.92 
(dd, 1H, J = 5. 2, 3. 6 Hz) I '6. 81 Id, 1H, J = 3. 6 Hz), 4. 64 (brs, 1H), 4.08 (brs, 
1H), 3. 74-3 60 (m, 211) , 2. 98-2. 76 (m, 2H) , 2. 20-2. 19 (m, 1H) , 2. 03-1. 90 (m, 
1H), 1,44 (s, 9H)- 1. 22 (s, 3H) ! • 

^fl-®<&*^.? ^vtiaxcm 1 (KBr) :. 3279, 3250, 3067,. 2973, 2929, 2908, 2857, 
1679, 1552, 1367, 1291, 1245, 1167, 1076, 1064/ 1009, 861, 851, 701 
VXX^ "is A- (FAB) m/z : 286((M+H) + ) 

• • mkmw (c) 

(4R)-^ ^-A-i2-(^y ^y-2-^M^M^^/ y ^-2-^ 

H«67 (b) X-nhntcm-t-y b^^^^^r =• /-2-*3VVHK^ 
^ 7^^2-^A>-l-^y-A 15.4 g (53.9 mmol>& H^^/WAr $ F 
200 ml tC^U tr-Z? h*i/% V 9. 07 g {80: 8 nnnol) ^7k^TA0^. v frtitT 
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V : g^^/l>= 3 : 1 ~ 1 : 1 ) \C X >9 tUM UX, mUih^m LI. 5 g (100 %) 
68 

m7Fik&m&-% : 4-17) 

mmm 68 (a) ' . 

(2R)-t-y b>V^/^=:;WT ^ / -i-n-^=fr » 7 4 t^k^SpC 
tb] a- ^-6-^) V 
0li£#J 66 (b) tf-a-fife L/c (2R) -t-7* Y * V#/M?->^T * / - 7 /U- 

^vW-^aX-?-— fly 28. 2 g (93. 6 mmoDRtf h !) 7s^/V 

' y*^-7*~p iv^i/>^[bi^^7i V 45.'8 g (93. 6 mrnol) ^T" f\9 t >*P 7 
* 700 ml *CS$JU fcfc t-y'h^^J y 11.6 g (O.iO moD^rAO^, 

3 0»tfe o ^e<bf& N las^^TR^^x., mm^flsT-Mm u mm^fl^m 

■jSmtx.f-jU=-l O : l){c:J;V)^bTs ^fSft#fe-28H>~g (69 %) «r«Rfejftk 

(400MHz v CDC1,) 6ppm : 7. 82 (d, 1H, J = 9. 7 Hz) , 7. 75 
(d, 1H, J = 8. 2 Hz), 7. 44-7.39 (m,; 1H), 7. 32-7. 26 (m, 2H), 6.74, 5.73 (d, ft 
1H, J=12.6Hz), 6.61, 6.34 (d, ff 1H, J =16.2 Hz), 4.87, 4.69 (br s, #fc 
IH), 4. 34-4. 16, (m, 2H), 2.37-2,32 (m, 2H), 1.67-1. 15 (m, 20H), 0,91-0.84 (m, 
3H); 

SfcfljftR*^ Wi" v max cm -1 (Liquid Film) : 3440, 3373, 2961, 2932, 2872, 1724, 
1597, 1498, 1457, 1390, ; 1367, 1247, 1167, 1099, 1073. ' 
TX>^ hsis (FAB) m/z : 431 (M+) 
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^68 (b) 

(2R)-t-^ h*ciS*A*&-A'T % >*-l-n-^3H*V dJ^M^±± t/kzk±S^L 
[b] ^-*7 3i A*) ■? $ y 

%W\ 68 (a) X'# frfc (2R) -t-^ h /Utf-sUT ^ J -l-n-^f- J 4 >V 
^i/-2-^^-4-(^<vy p [b]^7^^-6--f^)-3-^xV28.0 g (64.9 nunol) 
'ik £Vj~A> 700 mltC^U 109^59^^-^14 0 g^rJtax, 7k^#H^ 

•^V:^^^/W=l'5 : 1-10 : DfclJt ftS^LT, #15^^) 24. 30 g (87%) 
LT#7t 0 

k^^Hl^^^ K/V (400MHz % CDC1,) Spjpm : 7. 73 (d, 1H, J = 8. 2 Hz), 7. 69 
' (s, 1H), 7.36 (d, IH, J = 52 Hz) ! 7. 28 \d, 1H, J = 5. 6 Hz), 7.19 (d, 1H, J 
= 8.1 Hz), 4.56 (br's, 1H), 4.28 (d, IH, J = 11.0 Hz), 4. 14 (d, 1H, J = 11.0 
Hz) , . 2. 73 (t, 2H, J == 8. 7 Hz) , 2. 34 (t, 2H, J = 7. 5 Hz), 1. 68-1. 61 (m, 2H) , 
1.45 (s, 9H), 1.41-1. 38 (in, 8H), 0.89 (t, 3H- J = 6.7 Hz). 
^i-M*^ h/^v maxcm' 1 (Liquid Film) : 3371, 2960, 2933, 2870, 1720, 1604, 
1501, 1466, 1392, 1367, 1248, 1167, 1074. 
^XX^f hfr (FAB) m/z : 456((M+Na) + ) . 

nn® 68 ( c ) 

(4R) -i2-(<<y >r ft] <f-3r7 * y^-jM^M-*-* ^jv^^-y y*jy-2-*is 
mmrnm (b) ~zmbfrtc(2®-t-'7 h^y^^^/^r ^y-i-a-^Mf-y 4vv 

Jt**S-l-*^)Vr±-{^y-J\}fi^ir7 M y 24. 3 g <56. 0 mmol) 
> 77 ^ 220 ml ;* * J -A* 110 ml *C$#U ^£ I ^^tK^ 

^> y £ ATkttc 110 ml ^tK^TAH^s 7k?^TT? i 5& x £ £>(2i N "•&fi.'C2l5fl& 
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jETMfc^feu 18.8 g (loo %)*ntz.„ nbtitdmL&mttv*?- 

/Wfc/WxT^ K380 ml |C*88¥U t-^h^y^ V 9.43 g (84.1 mmol)£« 

&xmm. »iTii^f4 ufc„ M«r^,y 9^ p-^f^ 7^- 

' ; : jSm^/V=\ : 2- 2 : 1 9 ftl£ LT, ^iBft^ 

13. 8 g (94 %)£&&@|ft£LT#fc 0 

n b*Wc (4R) -[2- (ft^-j/ [b] tc /V) 3i^/V]-4-^ As-*-*t'W9r 

^y-t-^r>y\i.\ ##f$^Mt£ HPLC # 7 ^ (ChiralCel AD(^-fe/V), (0.46 cm 
x 25 cm), ^tHte ; n-^^^V : : — >W=70 : 30 ^ M ; 0. 5 ml/min) ' 

SW 5fe»tt| ZfoZ hCD (15. 9 £) 4S j£ % 'm^hfeM (17. 6 &> # 
4R fMffc >9 N r <DKlfel-*5lt 5 80 %ee Xh Uc 0 

[a] D 24 +2.3 (c 0.6, CHCL,) 

WW^.^*^? h/U (400MHz % CDClj) 6 ppm : 7. 73 (d, 1H, J = 8. 2 Hz), 7.68 
is, IK), 7.38 (d, 1H, J = 5.7 Hz), 7. 29 (d, 1H, J =13.0 Hz), 7. 18 (d, 1H, J 
- 13. « Hz), 5.91 (br s, 1H), 4.21 (d, 1H, J = 8.7 Hz), 4.09 <d, 1H, J = 8.7 
Hz), 2.84-2.76 (m, 2H), 1.97 (t, J = 8.5 Hz, 3H). 

v max cm -1 (KBr) : 3292, 2970, 2930, 1749, 1722, 1601, 1479, 
1461, 1397, 1277, 1045, . . 

' **' ^r^^ Y)V (El) m/z : 261<M + ) 

• ^»J69 

(2 R) - t-Zf Y^ri/jl ;V^=.;VT 5 / - 3 - /i -^frfr J 4 jV^j/-2 - * 
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2- t—zfh* i/%/l'#=./UT $ / — 2 - ^fl/— 1 , s-^c/<yi?^- 71^2 
OOmg (0. i^-f y 7"titVV^—x/W 2 m UC^U n- 

~<3c^l/fk\?~A'^7*Tfl'0. 16ml (1. 0 2 5 ]) ^;V) Rtf])J<— if [Imm 
obilized lipase from Pseudomonas sp. (TOYOBO; 0. 6 7 U/m g ) ] 2 

0 m g %MX~ 4 B#F H m}$ bfc„ 

Kis^^^^frH^m, aatt^««s u as*^7 *^a v y 

1 3 ) itxmm£ft\r\ mv<k&m*m&mitkm t lt 2 5 s m g < a 7 %> #fc 

(2i?) - f-^h^^7V^/VT5;/-3-/3-^f-/^/V#^ 
t/- 2 - ^ ^/V- 1 -&V X / ~M*> S ^B^^HP'L C # 7 A (ChiralC 
el OF, *V irM b.' 4 6 c m<t>x 2 & c m^&ftl&Sfc; : 
-7V= 7 0 : 3 0 ; ffi1k : 0 . 5ml /#) fcx^i^^^ bfc 0 

_^tSW*tb5_t>io (8. 2#) ^2 5fr v ^fcl^ffi^i's fco (10. 5# 
) dS2 ^T-feofc„ t©H^|^ttS^iSfl8 9 % e e >Cfc 5 £ t &«fl&.L 

etrahedron Asymmetry 10 (1999) 4653-4661) |8$®fc4MfirCfe&'; ##09 1 ( a 

) -i:m&£ihz> (2 i?) - * -y i*4v*>w5»A'r s j - 3 

^it^*^*^ h/K400MHz, CDjCL,) 6 ppm : 4. 69 (lfl, br. s) , 4. 24(1H, d> J=ll 
.2Hz), 4. 19 (1H, d, j=ll. 2Hz) , 3-66-3. 54(2H, aO , 2. 36 (2H, t, J=7. 4Hz) , 1.69-1.5 
7 (2H, flO, 1.44 (9H, s) , i. 39-1. 22 (4H, m), 1. 25 (3H, s) , 0. 90 (3H, t, J=6. 6Hz) 
WMM^^ hA' v w cm" 1 <CHCL,) : 3411, 3380, 2961, 2934, 1722, 1504, 1459, 13 
92, 1368, 1292, 1248, 1168, 1077, 1015 
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Col* 4 D :-l.l° icFO.*l,W'+) 

( 2 R) - t Y**yfUVi£~n'T % /- 3 - n -^»;^fWv- 2 

2 - £ h *t/1t AsRcfisT § 7- 2 -cn^/lx- i f • 3 _^ a/ -?^^w-^ 2 
f 0 Om g (0. 9 iJkM. «rfflV^T N , 31160169* «Lt, ^te^Srli 
«feH.T2 5,2mg,(8.7%) ^ 

#b*tfc ( 2 i?) - f -Zf h*ci/#A'tf^ ; A'T $ 7 - 3 - n tfr / 4 )Vir* 
%/- 2 -=n^/u- l -7"a^/— ^V.^ ^jS^jffl^feWttH P (ChiralC 
el OF, ?Vi?/K 0. 4 6cm4>x 2 5 cm, §H)» ; ^ifV : 2-:/t3'V 
—,W= 7 0 :■ 3 0 ; 0 . 5 m 1 /|| jct^ikM^ Lfco 

3fe«W$^6ic> (8. 5^r*S2 5§, «^bi#ffl$*t«t>0 (10. 7# 
) & 2 i?fre&o£, ^©^I^VsiilStt 9 5 % e etfeRi SrlftKU 

\^ ^V^O ... ' rX 

elvetica Chimica Acta 69 (L986) 1365-1377) fB^jb^Nfe'tfcS* ###|5 ( 

f ) T?»tt**b3- (+) - (r) -a-^^-a-e^^y 

••\WS*0ti-5 £ £ J: *> ffefc tfco 

h>^(400MH55, : CDCl 3 ) 5 ppm : 4. 78 (1H, br. s) * 4. 28 (1H, d, J-ll. 1Hz 
) , 4. 13 (1H, d, J=ll. 1Hz) , 3. 72-3. 57 (2H, m) , 2. 35 (2H, t, J=7. 6Hz) , 1. 83-1. 54 (4H 
^ 1. 44(9H, s), lv38-L 24(4H,my, 0. 95-f , 86 (6H> m>. 

hAs v m (CHGlj) cm" 1 : 3371, 2966, 2935, 1722, 1503, 1460, 1368, 124 
9, 1 168, 1086, 1028, 866, 78 1 
■-. U3 24 D :-2.4° (c=0. 72, 
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(-) - (r) - a - ^ f^- a - if =;v^y i/y . i ); (+) - (s) - 

a-*3->V- a-^-fV^\) *sf (##0!l2) RTf (+) - (R) -a-^)V 

(-) - (R) - a -*J-jV-a —ir^AsyVi/ls 
" ,.#^MKa) .... ; . 

(2J?)- f h ^#/WE~;Kr g 7 - 2 - gyWrg V- 1 -3r~/ls 
^-J6#l69-eM5§ ( 2 i?) - t—zf h%-is#jutf~sUT %S-3—n — 

■^•J^;V^t/-2-^^-;V-l )V\. 5 g (4. 9^U^e/v) (Dm. 

' fct^UUmk (ll8ml> i£ s ^'W'2^-V-^4 A (10 . 5 g) ^Ailx.' 

y 0#H#Lfc^ ^ a p ^ a i^fc* V i?- «7A 2 . lg (9. 85 V* 

y /V) &^ l ^^Lfe 0 T ' ' . 

«t 9 % # b titcmm® i. 5 g *&©^tefflv ^ 

P«^hy 7^^7j^^^r>A^C^ F4. 5 g (12. 5 5!)^) ©fl> 
•7 1 Ko77«t (1 0ml ) "0Xyi: y Jj ]} $j>, t -y f^f^Fl . 3 g 
(11. s^^^MiHWflfc, • 
-©TOt, t©®&T'#fcHfc»©f b 7 1 Ynyyl^m (10ml 

1) ^»&m»V^c 0 
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itellt, fe&'ibfcMtt 1 . 2 g £ry 9 J -A4m ( 2 0 m 1 ) - 
*ufc 1 ttSEMMtf-* !> 9 AtK^ (20ml) SrJn*., ^iS.T* 3 0 £}f#bfc 0 

/U= 1:1) Id «fc &»«U «SSB<&a*l 80mg (0. 8 94 5 JJ^K 
8 %) £#fc 0 

^•fefSl*^ > ^ (400MHz, CDC1 3 > 6 ppra j 5. 89 (1H, ddd, J=ll. 0, 6. 6, 1. 5Hz) , 5. ' 
21(lH,d, J=1.5Hz), 5. l7(iH.d, J=6.6Hz), 4; 84(lH,br.s), 3. 76 (lH.br. s), 3.62( 
2H,m), 1.44(9H,s), 1.32(3H, s) 

^fl-TOX^ b/V v D „(CHCl 3 ) cm" 1 : 3418, 3348, 2979, 1692,1499,1455,1393, 136 
8, 1283, 1253, 1170, 1074, 918 ' " " ^ ' ■ - i ^ . 

wtm To f ■•*'«„ : Vio.¥ r ; v&:$$fyy4ry' M ' ' ' v ' - 

3 #%^ji(b) ' . 

: (2JR) - t -:/ h 4^^»^^7$ > - 2 ^-JV- 3--/^—/^ 

(a) bftfc, ( 2 7?) - f-/h ^#^^7 5 7 - 2 - ^ tVW 

- 3 -7Tls- 1 — /H 8 0 m g ( 0 . 8 9 4 5 D ^A) &*&fb/ 5 . 

Offll fc^U ; e^a7i/-^4A 2. Og v ^Pa^PAglt 

U^^A3 8 6mg <I. 7 9 5 ^T*l«Wbfc„ I* 

' y. : »x^= i 0 ; : l.) kr^WfTV\ m^^ii^^w^h vxi 6 

Omg (9 0%) -Hfco 

^MM.^k^9 h/^(400MHz,CDCl 3 ) 5ppm:'' 

9. 26(lH,s) , 5. 83 (1H, dd, >17. 5, 10; 6Hz>, 5. 35 (1H, d, ^=10. 6Hz) , 5. 32(1H, d,.^=l- 
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7.5Hz), 5. 22(lH,br.s), 1.48(3H,s), 1.45(9H,s) 

fe9MSL*^2 hfr v ^(CHClj) cu*:3350, 2980, 1737, 1707, 1505, 1455, 1369, 127 
9,1256,1168,1069,925,867 

#%0yi(c) 

mnmub) x^^tc ( 2 r> - 1 -y v * v# a^^t ^-2-^^ 

-3 -^r^— ^i;6 Omg (0. 8 0 3- 5 V^rM Sr. t-Zf#/— /V8. Om 
K*2. Omlttet, 2-/^-2-^0. 3 8ml (3. 615 

y^/t-h y ^2tK^m; <?J±2&mm9 &m g (o. 8 o 3 ^^), ass 

3MH*MI £A2 sVmg (2. 8 1 5 ife/P) 'ttx., iSflliiWLfco 

£ LT1 3 Omg (7 5%) #fc„ 

J^/V (400MHz, (Bci^ 8 ppm : 5. 07 (lH, br. s) , 5. 68 (1H, br. s) , 5. 1 
2 (IH, d, J=17. 4Hz) , 5. 05 (1H, d, J=10. 6Hz) , 1.48(3H,s), L40(9H,s) 
*^®HXXX^ h/W v ^(CHClj) cm" 1 : 3394, 2980, 1691, 1602, 1483, 1455, 1368, 125 
3,1172,1066,756 

j-) - (R) -a-^^-a-r^U^Viyly^mm. 
#%^Kc)T^b3xfjis <2i?) - t - :/ b 3r ix#/i^~;KT 5 / - 2 - 
-3-^fytl 2 0mg (0. 5 5 75 y^r/V) 5m.lfcii| 
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5%) £#fc c 

tHW*|^ h/K400MHz, GDC1 3 ) 5 ppm : 6. 07 (1H, dd, js=17. 6, 11. 0Hz) , 5. 48 (1 

H, d, >11. 1Hz) , 5. 47 (1H, d, J=\l. 6Hz) , 1. 66 (3H, s) 

faj^RWL*^? hA* v 0M (KBr) cnf l :3349, 3029, 1751, 1524,1200,954 

Jfe** C a ] • 2 8 D : -18. 7° (c=0. 70, HaO) 

. ##Ml(e) 
(-) - (R) -to-^^- a-l^^Viyy j/y 

##081 (d>T#fetbfc, (-) - (R) - a - jff*'- a - V-fr? ]} i/y&jk 
t60mg (0. 4 05!)m) ^;^;n. 5mli«t 
' y^V'K 1.5 m 1 ^JPX, 2 H#»iil^ Lfc„ ^fe^^O gfie#&5ifrt* 
5 n t J: 9 ^|B<h^^ &&SI&£ LT 3 2 m g ( 7 0 %) ^fc 0 
^^C^Bft*^ f/K400MHz, CDC1 3 ) 5 ppm : 6. 17 (1H, dd, >17. 2, 10. 6Hz) , 5. 56(1 
H, d, >10. 6Hz) , 5, 54(lH,d,>17. 2Hz), 1.43(3H,s) . ; 

fcft-V&foX^.? h/U v^OCBr) cm -1 : 3600-2500, 1605, 1535, 1455, 1415, 1385, 1360, 
1280,1235,1150,1000,940 

lal 26 D : -27.6° (0=0.62,1^0) 

(+) - (S) - a - ^ a 

##M2(a) .. - 

; i -.-.-j-sj- • . . .. .... ... . . .. . ... ••. -. ■ ;.■ ..■ . 

3 - ^S^ft^ff^/W 2, 2— (4R) -n-^jh^^/^ 

«M69T-#k*Wc, ( 2 J?) - f -y ^^^^7> / - 3 - fl -^^f 
1JV W /^Hr V- 2 - ;* ^/U- \--fv /<; —JV 1 O . lg (3 3. 3 5U^) 
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^tft^Wy 15 2ml ULs 7t h y ^Wt^-/H.6. 4ml 
(133$!) ^e/V) RUp- hA*=-yXMfrVWt 1 7 2 m g ( 1 . 0 0 5.]} ^e/V) 

ttinx.. mux- i 2 bfco 

fflt ; n -^ftf-V : g^rc^V= 10:1) t£-C**M W/\ "aiIBffc^ft&*66 
)Sl«LT5. 72g (5 0%) Hfc, 

W^feRt^^ h/V (400MHz, CDClj) S ppm : 4. 29 (1H, s) , 4. 18 (1H, s) , 3, 99 (1H, m 
) , 3. 64(1H, m) , 2. 28-2. 34 (2H, m) ,' 1. 26-1. 25 (24H, m) , 0. 89 (3H, t) 
[ a 1 2 5 D : +17. 2° (c=l. 50, CHC1 S ) 

##M2(b) 

3- : V-y>^^>-7'2',' Z-it-fJ-fif— (AS) -t Kn^ri>^^/U- 
R) - n -^3r# J 4 ->t y 13 . 7 g (3 

9 . 9 s: y ^) ^^200 m 1 U - 7 8 °c kit. d&tfcW 
yf^-)vnv%^K (1. OM^fyfW 9 9m 1 (9 9. 7 ^ y ^e/v} & 

-78^X30 tSfcl.t, 16wt%j^t KWA-*!J!? 
AtK^ 2 0 0 m 1 »x., ft<30 Ufc 0 

; n -^i-U :Wm^-^= 5 : 2 ) ^rfitMfcfTVV «B^4«Sr 6& 
^UIO. 5g (lDO%) #fc 0 • 
^M^^X^t h7V (400MHz, CDClj) 5 ppm : 4. 49 (1H, br. s), 3. 55-3, 71 (4H,'m) , 1 
.56(3H,s), 1.49(12H,s), 1.42(3H,s) 
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t&feft [ at ] 2 S D : -1. 67° (<7=l. 45, CHC1 3 ) . 
#%#]2(c) 

3- t-^h^r^/^#^;V-2, Z-Vt&A'- (4R) -fr^/V- 4 -7< ^ 

#%0*j2(b)^btbfc N 3- t-^b^fv-^^7}?^-2, 2—^^^- (4 
S) -t Ka^i/^^-4-^^^^)/y ^9 . 7 9 g (3 9. 9 5. y ^ 
/H &&{t^ fvv 1 5 0 m 1 tag*? L N *&T> ^ * n $ u A** y l 
3 . 0 g (59. 8$ J>*/U) W^ra y—f—zf* 4 A 6 5 . 0 g 3rAP*U 

#J£ifa£ UT8. 0 7 g'(8 8%) #fc„""'* ! 
WmU^M^^, h/K400Mlfe, CDC1 3 ) S ppm : 9. 40-9. 48 (1H, s) , 3.91 (1H, d, >9. 2H. 
z), 3.67(lH,d, >9.2Hz), 1. 14-1. 66 (18H, m) 
[a] 25 D +20.6° (c=1.25,CHCl 3 ) 

#%0!|2(d) 

3 - t -7* b*V*JM£~fi'- 2 , 2 tJkZL (4S) - ( 2, 2 -v^P^ 

f J> ^—/V**^ ^ 17 . 3 g (65.85 y ^4") /Sr^fei^ V-V 2 5 m 
1 10§#?U *'&Tn Sg#flS&Mf 1 0 . 9 g < 3 2 . 9 5 y Sr^b^ ^^V 
15in l |C»$tfc»iTUs *^T5^|S3m#bfc 0 fiOfrifck, ###J2 
(c) T?#f>tufc v 3 - t h^fi/^fe>- 2, 2 -S^SVV-- (4 S) 
^ 5 /V- 4 - ^/M-arf-y y 4-. O 0 g .(16. 4 mm o 1 ) .§r^b^ 
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y40mi \zmmt$&td®Wi%tox., mMX'i A^mmwu mfoM&mv^wm 
(7 1. 2%) #fc 0 

#%#j2(e> 

3- t -Zf K3riQfr/M^/l/-2, (4 S) . -xf=:/l/- 4 

###j2(d) 3 - t 2 „ 2 -S^^VV- (4 

S) - (2, 2-— S^/W*) 31x^/1^-4 -*?-A'2&'1ryy*?l/ 4. 70 g (1 
1. 8 5 V^rM t FB77 if? 4m I ItJWIpS*^ - 7.8^ »T 

, n-^/HI^^A (1. 6N^fyri$) «Tts -7 8tX% 3. 5B# 

Kfom^mnmtT ^a*^ i 6 o m 1 ^ab^.> #^^t?ttai bfe 

= 15: 1) (dT3»gI%fTV\ mmfc&Voi k£J£nl> ^U2. 2 1 g (7 8%)* 

#fc 0 ';' 

b^(400MHz, CDCl,) 8 ppm : 4. 13 (1H, d, J±8. 4Hz) , 3. 84(1H, d, M 
.4Hz), 2. 32 (1H, s) , 1. 49-1. 69 (18H, oO 

Lai 2S D : 465.6° (c=L 10.CHCL,) 

« 

< 2 5) — T j2 3 -~r^y- 1 /v 

#.#$2(e) tf#6*lfc, - 3 - t-y h^S^^-yl'- 2 , "2 (.4 
S) -xf=;v-4-/f;V^fy!)e?y3 5.0ag (1. 4 6 $ V *M 
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n&mVtWlM t Ltl 2-7 m g #fc„ 
#%fll2(g) 

(25)- t-^h^^7^^/VT^y-2-p<^/V-3-^V-l-^--/V 
#%«2(f)T?#btbfc, (2S) -7 5 J -2-* 3 1-*— 

)V\ 2 7mg (1. 28ml) *lml FP77V5ml 

3?- t-yf;v*-l^>-b38 Omg (1.74$ y ^r/V) &tJtyR*&ffl£ 
f h y !7 A 3 8 5 mg (3. 6 3 \V&) . BMX' 1.4&ffim$Vfco 

m&mmmmiT ^-v^tm 6 m i mst^/^vmmu mm 

i> ':iSm^/C^ 1:1 ) k-Cft»fTV\ «jgfc^&*&i^igi t t"C 1 5 4 m 
g (5 3 %) #fc„ " ^ ' . 

. |/K400ifife, <BClj) 6pum : 5. 00 (lH,br. s), 3. 78(1H, dd ( >Q . 0 a 

nd lL2Hz), 3. .67 (1H, dd,J&=7. 9 and 11, 2Hz) , 3. 20 (1H, jjr. s) , 2. 40 (1H, s) , 1.55 ( 
3H,s), 1.46(9H,s) 

M%8t [a] 25 D :+1.89° (c=Q. 70.CHC1,) 
.. ##^2(h) 

(2 g) - t-T'h^i/XjVtf^VT 5 J - 2 -^.^- 3 -T/f-yft 

##M2( g )ie#^iLfc x (2 5) - t - :/ h ^>y*/v^^/^T 5 J- 2-t 
— 3 -73-y~ i ;-7.*rr Aci - 20 g (e . 0 2 ^.y^M M^3 om 1 fc: 

tK^T; .3? a - • 4 8ml, <9. 0 3 £ y ^) 

i 

}£T> 2 fl#P B W# Ufc, It, 3 — VXfsSlg 3 . 4 8ml (9. 035 V 

.mvifi^i4i»u- 0 . ' 

MJfcm^ 2 -^ti ^ J — /V 5 m I KXfefc 3 0ml ^Anx. x iJSfe^^TSlto U 
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##M2(i) 

. (+) - (S) -tt-^/P-q-^9 1 ~/l^y W&gfc& 

##M2(h)T?#bHfc N (2S) - i-/f^/^^7^-2-^f/V 

- 3 -^v^i . 3 8 g ( 6 . o 2 s: y ^/v) V y t K» 7 J> 2 0 m ltd 

.>»§*x to 1.6ml &k vtto m^m^wmmmu * 

2 o m l RTtmrn^ ¥fr iomi fowzmmmm u mmm^mmit^m 

h %n&M&b^XO. 24 g (2T%)|fe 0 ....... 

(+) ~ (S) -a-* a -XL*f-^jy>f ]) jy^ 

■t|0 . 2 4 g ( 6 . 0. 2 § I? ^) KiJ?* S ~# 9 m 1 f ^frff 

. V K 3 m 1 2 BTOflfM tfCo kife»^ii bT{§^^3:--^-eSfc 

".' J^U ^taik^^efe^^ LT1 0 8mg (6 0%) #fc 0 

^M*^-^ hM400MHz, CDC1,) 8 ppm : 3. 06 (1H, s) , 1.77(3H,s) 
WtM [a] 2S D :+41.7° 00.96.1^0) ' 

.••/••:•.;: ^T T— ~ . ; — — — — -f— — — ' ...... •. — 

#%^3(a) • 

< 2 \S) - t-^f V *c 7l^~>^T ^ J -2 -^/U- 3 - n -^fr-fr / 4 ±£ 
^M70-T?#e>Hfc N •( 2 2?) h drV^//P-4?=/VT 5 7 - 3 - n 
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V- J 4 iVOr^l/- 2 -ai^-ju- \--?v;<J—)\> 3 g ( 9 . 455!) *t)\>) fcjfcfls 

^y^DA4. 07 g (is. 9iW) Srinx.T, tt-ensraftttwfc. 

: ^^^/w= 10:1) |HTflf«*fTV\ ««Bfc^fcfc6tt*fcftfc LT 2 . 

7 9 g (9 4%) #fc 0 

^^Ri^.<<^ >/V(400MHz, CDC1,) Sppm: 9. 34 (1H, s>, 5. 29 (1H, br. s) , 4. 60 (1 
H, d, Ml. 5Hz) , 4. 40 (1H, d, >1 1. 5Hz) , 2. 28 (2H, t, J±l. 5Hz) , 2. 05-2. 20 (1H, m) , 1 
. 70-1. 80 (1H, m> , 1. 55-1. 65 (2H,m) ,1. 45 (9H, s) , 1. 25.-1, 40 (4H,m), 0, 90 (3H, t, / 
=7.0Hz), 0.81(3H,t,^=7.5Hz> 

fctW&MX^ .h/t v oax (CHCl 3 ) cm" 1 : 3418, 2979, 2934, 2873, 1737, 1710, 1496, 136 
9, 1251, 1160 J 
-mfi'fjr h/V/(FAB)iz/z:316((M+H) + ) 

gMf$3(b) 

(2 J?) - t f 3r->7J/l^'~/l>T 5 / - 2 -31^-3 -T'fy- 1 ~^r—;V 
— n — ^=fr-ff-yg| en;* 7^ ■ 

P^/H* y^ssW^? £ A $ K 7 . 9 0 g (2 2. 0 5 ]) % 

f byH 77^2 5ml ftM&tt, tK^T v #<I «>A t-:/h*i/K2. 2 

8 g ( 2 o . 3 ^ y g&mmkTv i &mw:wvtc 0 

•,; , #^^j3;(a)T?#jbtufc > ( 2 -5) - f-^ ^*/#/l^~/VT * / - 2 

- n-^*y^^i/-l--^Pi/<-f— >^2. 7 9 g (8. 8 5 
jM^e/V) ^fK7t P» ^ 2. 5 m 1 Tk&T, ««IBS«^T 

L.T15^Km#L.fCo 
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y : mm^J^=4 0:1-20:1) "te.T«ffil«:frV\ "«Kft:^*«r*fe»1Wb 
t ttl. 3 0 g (4 7%) #fc„ 

WWaWW h (400MHz, CDC1 S ) 5 ppm : 5. 78 (1H, dd, J=17. 6, 11. 0Hz) , 5. 22 (1 
H,d,J*=11.0Hz), 5.12(lH i d,^17.6Hz), 4. 62 (1H, br. s) , 4.29(2H,s), 2.31(2H,t, 
>7. 5Hz) ,1. 83-1; 95 (1H, m) ,1. 55-1. 75 (3H, m) , 1. 44 (9H, s) , 1. 25-1. 35 (4H, nO , 
0.83-0. 93 (6H,m) 

^MRUX*^ h-As v Bax (CHCl,) cnf l :3448, 2972, 2934, 2873, 1721, 1494,1368, 124 
9, 1163 . ( . ...... 

•vX^^-Jr h/HFAB)^z:314((M+H)*) 

##0l]3(c) '. " "' "" " "'" ' ' 

( 2 R) - t — -? Y X-i/ft/Utf^/UT —ze.'^A'— 3 —ZfTZs— 1 ZzArZ^ 

- 3 -Zfrly- 1 /U- n -^F-f-i>» ^.%=rtV 1 . 3 0 g ( 4 . 1 5 5 JJ 

*M -As2 0 m 1 *#Tn 1 Mfe&mtl- h V 9 A 4 0 m 

O. 8 5 g (9 5%) ntc 0 

W&%£$k*-^2 hfr (400MHz, CDClj) 6 ppm : 5. 77(1H, dd, J=17. 0, 10. 7Hz>, 5. 25 (1 
H,d,^10.7Hz), 5.16(lH,d,^=17.0Hz), 4, 77 (1H, br. s) , 4. 10(lH;br. s), 3,65-3. 
75 (2H. nO , 1. 58-1. 83 (2H, m) , 1. 45 (9H, s) , 0. 87 (3H, t, J*I. 5Hz) 
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fj^HftJK.*^ h/V v^CHClj) cm -1 : 3348, 3275, 2987, 2969, 2935, 1685, 1541, 127 
7,1170,1053 

V;**^ h/U(PAB)V2:216((M+H) + ) 
Wtm [ a ] 2 4 D : +2. 8° (c=L 03, 

###j3(d) 

(2R) - i-zf h *islj/l>tf~JVT 5 /- 2 -^;V~ 3 ;zZS±II^ 
###13 (c) b.ivfc, ( 2 JR) h* : i/*}A'-fc~JVT. $y-2 

- 3 -7T s S~ 1 -5j-*-/K) . 7 9 g (3 . 6 7 5 ytty) SrMV^C , ###|3(a 
) t mm\Z L"C V ^IBfb^^ LT 0 . 6 3 g (80%)^#fco 
^&£^*Bl*^ WW400MHz, CDC1,) fippra: 9. 24(1H, s), 5. 83(1H, dd, >17. 5, 10. 7 
Hz) , 5. 39 (1H, d,.Mo. 7Hz) , 5. 31 (iH, d, J%. 5Hz) , 5. 29 (1H, br. s) , 1. 85-2. 15 (2 
H,m), 1.57(9H,s), 0.85 (3H, t,J=7. 5Hz) 

fcft-VJk&X^f hfr v B «(CHClj) cm' 1 -3443, 3416, 2980, 1712, 1489, 1369, 1249, 116 

yX^^^ K/^(FAB) Vz:214((M+H) > ) 
'ife^Ufi* C«il 2S D :-H59° (<j=i,00,^y-A-) 

##0<j3(e) 

( 2 i?) — £ bfr Vfl/t^-A'T I2j= 2 - j:^- 3 ^t?X^ 
^^(d)"?^*!^ (2 J?) - £ - /Vfc/KT 5: 7 - 2 -ni^/l/ 

- 3 -^x^7— /KK 6 0 g (2.81 ^e/k) * t ~-7? / — m 1 S.T*tK 
'■■2mll!:^j!|$t % 2-^^2-^fyi. 34 ml. (1 2. 75. V ^) , 

VV^27K*^-hy !7A2»0. 4 4 g (2.: 8 1 5 U^), OT^t 

. i-hvv&o. a 9 g o. 8 5? *x*m . mux i ^mm uto 
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ifj/ : i»3i^« 2 0 : 1~1 : 1) ict»»«rfTV> % aUBflS^Sre^eflet 
VX 0 . 4 2 g (65%) #fc 0 

h /V (400MHz, CDC1 3 ) 6 ppm : 6. 05 (1H, dd, J=Yl. 3, 10. 7Hz) , 5. 25-5 
.35 (3H, iq), 1.95-2. 20 (2H,m), 1.44(9H,s), 0. 90 (3H, t, >7. 4Hz) 
fctt-MX^? h/V v B „(CHCl3) cnf 1 : 3430, 2981, 1713, 1493, 1369, 1252, 1166 
^ h/V(PAB)fli/z:230((M+fl) + ) 

' .*•' -. •'• ^ • v;'^'-!^iBS~5«rt '■ ....... . . .... 

JsE» [a] 2S D : +19.4° (c=U 00, MM) 
##0i]3(f) 

(+)"'- (W - a -^/^- a - ^^P]) ^ . 

^j3(e)T-#bttfc, ( 2 B) - t-Z? h *iypM$=-flsr *J-2 -at^/V 
- 3 -7"fyS!S3 7 9 mg ( 1 . 6 5^!J^) / r ;U2m 1 lZ.f$M$% 

ur 4 2 m I SrJpSu 1 8 ^p^Lfc« . . vv 

^6m 1 {C^fl? £ it:, t° Vy^VK 2 m liM, 2 U K 

fc 9 5#fcJfcEE»f8Lfcgu a«7K«0§*, 2}?vK^-hHF (c 18 ) 

T?«g utm> mffs^ff v\ giia^^e 1 c-a-^x 1 4 4 m g 

ttttft&^/r**' h^(400MHz, CDj&y 5 ppm : 6. 08:(ffi, dd, J^17. 7, IL lHz), 5. 41 (1 
H; d, >ll. 1Hz) , 5. 34 (1H, d, .£=17. 7Hz) , 1. 82-2. 12(2H,m), 0. 95 (3H, t, >7. 6Hz) 
ftM&$LX'<9 hfr v^(KBr) cnf 1 :320Q-2400, 1623, 1605, 1511, 1369 
}*M(m}ti/z: 130 (0M0 + ) , ' 
. O] 2 a p : +20. 6° <<?=!. 00, ^0) 
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5- (4 — 7A'&w7x.~M ^yh-l-J'y 

7k*{b^- h'J^^ 2.11 g (48.4 5 y £r*«7kx b 7 t KP 77> 60m 1 4 1 

*^T> ^^7*^7jJ-/it» ^5vl^*7VW0.84g (48.4 
5 V SrifcTU 10 #Hm#bfc 0 &V^4 -y/U^-Xi^XTA^M K 5.00 
g (40.3 $ «7>7 t>P77y60m l fcte»Ufc^cSrl^fi|t-C 

;>y u^iv^yK^xif h.??7.i~ <MB^;>^tY\W^^ =1 ° : 1 

x\ 6.69 g (86%) !#fco V! 

r03-^x/V6.52g (33.6 5; y^e/V) '^R^xfA' 100m 1 5% 

**ife*jrW$. ¥ 1.30 g ^jox., ^-#p^;Tx MUKx 8mmwvtc 0 rjes 

m 1 4" Mfi¥ Ufc 0 ko^^TTk^Ts TkfebT/V 5 = £ A y ^ 17 A 1.26 g (33.2 
^y i/V) «rfe|(f l7t KP77y 60m l tt^^fc^^TUfcd &JS 

M^^ptaicr 30 $mffims $mimi- h v v Aimm^mx., & b\z.mm. 
m§*fm'mfrvffifr'&, mm^y^v&xmkLtco steals* u n 

« ? =7? i/'a is y # 7 *A> n?b^77^- (^W» ; V : g^gi 
*^=5 : 1~1 : 1) icx^5rffv\ 4 -7 ^^XX'^l/- %—ir 
— >^SrM^^t Lt N 4.86g (95%) #fc„ 

. #bil/fc4 1 -^--^ 4.83 g (31.3 5 V^M 

zmtt^uismm i mmm^y h v^^r ^ ^«.55m 1 (47.0 ^ 

y*yv) mf*#Z/7 i ;i'ft~A'f v V K 2.91m 1 (37J6 ^ y *M 
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#ffl^T. 30 #M#Lfco Kf&^m^f Om 1 tl^U 

mmm^u a^r-fe-f^ xoomi ^to§fl?Lfc„ ^v^^b^-by ?a 9.39 

g (62.6 5 V^M *M7L, ii#H^T^ 50tt;LT 2 B#fM$Lfco 
t^g^^/V 250m I -?^!§R^ 10%^«^ b y £AzkWu ia^^KT? 

. -2 : 1) K:TiHfc«:fijV\ 4-7MP7x^- 1 - ^.K7*P/«yftflaiftjft 
«Lt, 7.12g (86%) #fc 0 

'^*cf* ^^M? i K 20m l ^lei-t h y tr*T*!f;$ K * (18%^f i/W^ 
$§&) 50m 1 SrAn tR^T> b fttc 4 - 7^o 7 * =vv- 1 - a - 
p/^ 7.00 g (26.5 k y ^I^^WAT^ K 20m 1 \Z.j®ffil,tzi& 

*A;$$fcUjfc. &$£r«BEBf* U »77 * $/ y 7j ^/vtj ?J±'/ h 

X % 2.67 g (62%) #fc 0 • 

M' (400MHz, 0)Clj) : 6 1. 82 (2H, a), 1.99 (1H, t, J=2.6Hz), 
2. 19 (2H, m), 2.71 (2H, t, J=7.5 Hz), 6.97 (2H, m), 7. 14 (2H, m) 
-r*;*^ b/V ( (EI) m/z: 162 (If) 

... #^.5 ... ... .. '. .. 

'&8S$S#&k*'<ir: h/V (500MHz, CDC1,) :6 1.78-1.88 (2H, m), 1.98.(1H, t, J 
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=2.6 Hz), 2.15-2.22 (2H, m), 2.67 (2H, t, J=7. 5 Hz), 3.79 (3H, s), 6.83 
(2H, d, J=8.6 Hz), 7.11 (2H, d, J=8.6 Hz) . 
h;u (EI) m/z: 174 (It) 

###]6 

gm^.^^? V)V (400MHz, CDC1,) : 5 1.81-1.89 (2H, m), 1.99 (1H, t, J=2. 8 
Hz), 2.21 (2H, dt, J= 2. 8, 7.6 Hz), 2. 74 (2H, t, J=7.6 Hz), 7.16-7.23 (3H, . 

i . ...... 

m), 7. 26-7.32 (2H, ra) 

hJU (EI) m/z: 144 (Ml ' ^ •• ^ 




&Mm&®iX'<f (400MHz, CDClj) : 6 0.75-1.38 (13H, m), 1.48-1.59 (2H, 
ffl), 1.94 (1H, t, J=2.8 Hz), 2.16 (2H, dt, J= 2. 8, 7.2 Hz) 
•7^^^ h/W (EI) m/z: 150 Of) 

4 - (4 —?fl>3rvt y*— zf b—1 ~<4^ 

4 - y)V±xx y^/ —)\, 5. oog (44.6 5: y^A'), 3 -Zf^y- X-ir-jVZ. 3 
8ml (44; 6 5: ]}^Ms MJ 7 oi :=./V7fc* 7^ y 17l 5 g (66.9 ^y4/P) £rr h 

7.t 7^ v xoom i ic:«u Tk^T, ry^^yi '&^****&A' 
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li. 7 g (66.9 o^A') m&x-i mmmwvtco wm*w&E.WkmvtL 

^ ^f- v 200m 1 XOWfcst^A' 20m 1 fcAPx., flfffl bfcefc»**«tbT^ *) 

W^Rl*^ h/V (400MHz, CDClj) :6 2.05 (1H, t, j=2.7Hz), 2.63-2.70 

(2H, m), 4. 07 (2H, t, J=7. 0 Hz) , 6. 82-6. 90 (2H, m), 6.94-7.02 (2H, m) 
'yxx**.? (EI) -m/z: 164 (M*) . 

3 - (4 — ^ fTfcg gjfM^jrj^) - 1 -:/p 

' tkM^^X^tr h'rf* (4tfOMHz, CDC1 3 ) :6' 2. 29 (3H, s), 2.50 (1H, t, J=2. 4' 
Hz), 4.67 . (2H, d, J-2.4 Hz) , 6. 88 (2H, d, J=8,4 Hz), 7. 10 (2H, d, J=8.4 H 

z) ' : ; ' ' ' " " : \ v:,: 1 "' -"' ;r . ' ' v 

Tax-*? b/U (EI) m/z: 146 (IT) 
##00 10 

3 - [ ( 4 ~j gTWggh} 7 3i ^;l^-=fri>] - j -^p 

A^Sl*^ fA' (400MHz, CDClj) : 5 2.45 (3H, s), 2.52 (1H, t, J=2.4 
Hz), 4.68 (2H, d, J=2.4 Hz), 6.93 (2H, d, J=8. 9 Hz) , , 7. 27 (2H, d, J=SM' 
Hz) 

■.T&TsZfr bAs (EI) Vz: 178 <M*) 
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3 - L 3 — 2Lh±l^Z -i-^p^x 

h/V (400MHz, CDC1 3 ) : 5 2. 52 (1H, t, J=2.4Hz), 3, 79 (3H, 
s), 4. 67 (2H, d, J=2.4 Hz), 6.53-6.60 (3H, m), 7.16-7.23 (1H, m) 
..f^^^ h/V OBI) m/z: 162 (If) .'*;' 

##M12 _ ■ 

3- (3 N 4— /^=3fxX) -l-^Pfy 
#^"8 fcP#k, 3, 4-^^/uy=a J— fist T'p/NV^^/VnwP^ffl 

te^.*P§^^> h/W (400MHz, CDCI3) : 8 2. 20 (3H, s), 2. 24 (3H, s), 2.49 (1H, 
X, J=2. 4 Hz), 4. 65 (2H, d, J=2. 4 Hz)^ 6. 72 (1H, dd, 1=2.4,. 8. 0 Hz), 6. 78 (IH, 
d, J=2.4 Hz) , 7.04 (IH, d, J=8.0 Hz) 
**7*7.<<>? Y/u (EI) m/z: 160 Qt) 

##0<J 13 

4 - <4 ^/V73i^^^i/) y f - 1 ^ 

pEft%fe£#fc 0 . ... : . . 

f/V (400MHz, CDClj) : 5 2.03 (IH, t, J=2.8 Hz). 2.28 (3H, 
s), 2.66 (2H, dt, J=2. 8, 7.2 Hz), 4.07 (2H, t, J=7. 2 Hz) , 6. 81 (2H, d, J=8. 8 
Hz) , 7. 08 (2H, d, J=8. 8 Hz) . 
V**^ (EI) m/z: 160 Of) 
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#%W 14 

MTk^ffc^l^OSOm S/^.P^UV V32m 1 (0. 31 ^V) N 1 % 3 — 
-f P /•? /V 33. 5m 1 (0. 46 > ^/W b fffife h U oc^/w 51.5ml (0. 31 

ttLftS^a^A 1.44g (6.18 S V^) *MX.s gfS#ffl^T\ ^fit? 

i tfco Lfc i &j^sto- h y * atk^ i; 5 l %m z. s mt* 7- 
yy-etem u m^^y^m^^pw^t^mc^ ^ vym^Witfim? v yf 

X. pt^V ^>-/W26. 8g' (55%) |r#fco 

7h7tKn77 ^ 500m 1 LttM-^JjV^ ~ A 24. 9 g (0. 11 ^t/V) 

t-s ";fc*ft;H:$ K ]) 20. 5 g (0. 54 V ^M £ s MlltSlimiN t$o < ! 

trV—jv ii^g (6.11 *>v) ^trr >7 : t Kta'>^^\i7bin'l''^KSr. 

bfc2i^^Sfe.600m 1 *jnirv^'*rilTS*, 7>?t Kt»7 7y*jfeF' 

*f y * ¥M xx V ?7 ?4r- (^fflfl j^f-V : mm^^ 1 0 : 1 ~ 
5 : 2) fc.J:t>4&SiU 3 -^tf^fi/WJ^P/ty- 1 13. 4g 

(78%) &.#fc 0 

#&*Wc3 - o ^y/^^ V?xi 1 IV 11. 5 g (72. 9 § y * 
flO '£ UU24tom 1 7k&T, * V-**. =7 4 A58 g % 

mW * Aj&fc- U t> A 23. 8 g (0. 11 *A>) »x., &38£|«fcK 1«H 
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J?.A,$xi^ hfyy^- (^ttjtt ; : BWfct^-A^ 2 0 : 1~1 0 : 1) 

K:J;*>6*MSiU fe3-i>-^P^iy;^^i/7 B i3tf^-VT/^t K 8.60g£# 

Eft-fb^* 36. 5 g (0. 11 ^JV) ^tsmC^^y 120m f!)7x^ 
5tK77^y57.7g (0. 22 ^e/V) Sr^tf^b^ l/^ 120m 1 £^|f#@mT, ?R 
?£T$ST U $W7^ Mfc: 5 bfoo # b^cm 3 - * - 

^^/v^-dfi/ya if ^-^T/Vr t F 8.Wg ^tfMtt,*3;y^ 90m 1 &^f#jp 

^P?l>07^ (fM;^ty:^^=100 : 1~33 : 1) 
fc. J: bt»» U 4 ^ ^^A-^V-r 1 V 1 - i&b^T -i'-^V 12. 6 
g (55%, 2xi) $#hfc 

# kHfc 4 - i/^ tt */;Vir* is— 1 1 1 - - 1 -^Y 12. 6 g 
, (40. 4 51 J?**') £r^t£f .> 7 1. KP 130m 1 (d, ^#p^Ts ~ 7 8 

T\ 1. 5^ n-^/H^^A ^Vi^*»54m 1 (81.0 5 JJ*/fc) Z 

y/V^ V-A - (^W^ ; ^^ff-X : §|@>:x^= 10 0 : 1—5 0 : 

; 1) ««p^MU #i3{k:^ : 4.35g (71%) 
W^^fe^^ h/V (400MHz, CDCI3) : 8 1. 13-1.36 (5H, nO, 1.48-1.58 (1H, 
m), 1.67-1.81 (2H, m), 1,85-1.95 (2H, m>, 1.97 (1H, t, J-2.8 Hz), 2.45 (211, 

: dt, J=2.8, 7. 2 Hz), 3.23-3. 32 (1H, nO , 3. 59 (2H, t, J^7. 2 Hz) 
V As (EI) m/z: 153 OA + H)* 
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2 v NHvGR (Host versus Graft Reaction) \ZM^^W&W$kV>M'fe- 

(1) 2*7^ h [Lewis m> 0*^^-/V^ • !J *H*5S£tffc) 
tWKAH/Hkm (*£, TMffi) B^MA<i/~&&&m bfc p 1 11 5 RE© 7 
S> h (^) &JBV\fco 

(2) HvGR©f|# 

. . .^1KAH/Bktt9 * t&fcg&Mis? ^:h©j^fefe»i^^^U. RPMI1640i#ifc .. 
(LIFE TECHNOLOGIES, Rockville MD U. S. A. > T^xlOWmllftfg W^bfco Lewi 
sy>y h(Dp<!^|&foot pad©&Tt- v WKAH/Hlan7^>*fc^wis7^ b©JW^^BS 
#M100 n 1 (M$&B» t LTixio 7 ) &mt bfCo 

(3) ^^©s^ ' V . 

AH/Hkm7 7 § M Lewis 7-7 H £ 5ml/kg<D#j 

. ( ; i^C, i n i.m>„.BMl$ffo&M. 4 § & T*7 : k> imp^ufco &;fc v 

,HmS¥ (Lewis 7 s» Mi?ai»%&M^HfcLewis7 y hW) -£*Hil¥ (WKAH/Hkra 
77 hfl«»^^lt^tb, ^Sr^$^i)feVALewis7 7 H fc»v tft&©ftfr. 
♦)iJ10.5.%f7^V>^^q^4Lfco 

. ' <rHvGRlr J: 5 popliteal 9 Wg&aftj) % ft{TO©¥f£ rHvGRlt <fc 5 popliteal 
■„•;. y .^XpjMil te^Sfc^»^G>*&@flS© rHvGRfc: £ spopnteai >v1$i 

' .jfc/JSrJMfe^V-^ilLffl UfcID50® (mg/kg) Tf^Ufc, 

:«5] . 
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. HvGR ID50<|[ (mg/kg) 



f 1 r 1 f tr-f — 

^fil#j 1 




0. 0 8 4 3 


Mil 1 




0 . 0 8 4 4 






0. 0 6 8 3 


. 5I«J4 3 




0.0 730 


. .Htt$|4 & ... 




0. 0 4 5.4 .1 






0. 3 5 4 



"* ±IS^{C^VNT N ttmk-fr®) 1 It WO 9 4/0 8 9 4 3 ^O«0i| 2 9 |B# 

1. T^^V|xZ)pa 
Mycobacterium butyricunK^JE^^gjV^^ y 4 ^\C2 mg/mKDU'&fcft 5 X 5 

3. Tv~s<^ mm<DMM 

4., 
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schism. 2ism&Bmn& J 5-vtc 0 **5 % T^^hfcg:#L;fcip (*r 

5. <b^©»£^i£te<7>»tttifc 





ID50#£ (mg/kg) 




----- .■ * •- G„_ J A 


0. p S r 9 J 






0. .0 , 4 7 . Q 




HMik&fo i 


0. 166 





±iam£*3v>T N itmk&m i a* wo 9 4/0 8 9 a z&m.<&mm2 91am 
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1. ,— JR5£ (I) 

NR 1 R 2 *£f 
R 4__|_ (CH2)n _^ * X-Y-R 5 - (1) 

R 3 0 

. ... , . .. , . ,.\ ". 

1 • ... 

xi±&mm**7Ft f )s r y-/wsx««f^s#a A^^^sst- 1 mate 

R'tt; 7klfiijR\ ^nWM. 7 5-^ till, g&SSK&l* 
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<W£lfa> 

<jfctft*# > > . ... , : . ... .. ...... 

^P7^/H, «SSHS.x.e«^»a^bS*l$*b«Stf.l75M 
3 «@& £ Hfci^P TV^/HS, a b^-fe H§ St? 1 B£ 3 fill 



2. lt*^Hd*}WT N f£ (I a) 



= 3v.#^li^V^, (l b) ',. '.. 

,X-Y-R 5 



NR 1 ,R 2 



R 4 — 




(lb) 
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4. ft*Jl 1 7bm 3 a>f>5§&£;h,5V vf 1 Jgfcl&V^ 

5 . Ifcfei 1 7515 3 bMtiliStiZy^rfrfr 1 #:#vvr , 

i 

_7,ff:^l#p^ ...... 
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11. »*«175S-1 Oj^fcSftSjftSV^Jta^lEfcftV^ 
13. It^JSl 1 2 ^ e>»^tt5V^tu^ 1 Bterfey^T* 

•l 5. m&miM^i 2^f>w^tL^v^n^iJja-jpv^c, 

17 . Ifi^l 1 2^ &3^£*b3-V vffra* lStC*JV*t\ 
X# N 5£-D ~ C H,— «r^fT5£ DS^^^SX^-CH (O 

18. -ffcfr£ 1 75m I7fr bm&ZfrZ^IFfrfr 1 J£fc;*3V^ 
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Y*K c - C,TA^c i/ylxttt« a Rtfb a^SfcSaxSKT? 1 3 
20. ||^175M1 7^b^$nSV^ti^l^*5V^s 

Yj3*'; ^=f- i^^Xft h y > ^^^ST^5^#X«io^a±flF^$^^ 

o 

2 3. f&fcj&l 1 7^b»§H5V^tb^l«{t*3V^, 
2 4 . fM^Il 75^1 7^b^StbSV^^l ^^VNT, 
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2 7. flfjfcglftSl 7^b31^$^^•5V^•ft^>^13®^^:*5V^r, 
Yj&* s -0-CH r , -O- (CH 2 ) 2 -, -O- (CHjKj- -CH 2 -C— 

; - (ch 2 ) 2 -d-xK- (ch;) 3 -b-^^ri-SKT*fe^k^M 

2 8. 1 J5p 1 7 ^b^$^5V ; v-fttdvl9^*5V>T > 

yS, - GH 2 -0-W^SST-fc5^to«^cDmS±fF^$^2.^o 

2 9. 1 7 frbmSl £M V ttd> 1 Jgfc&V^T, 

Y$K -o- (CH,) ,-xti- {CH,} 2 - O - fc^f 5gT* 5 {b£#>xte 

3 1- fiM^g 175^2 9^feMM$^5VN-f^l^*5V^ x 
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3 2. m^llbm2 9^bS^^^5VN-f^l^CfcV^, 

3 3. W£T%l7bm2 ?fahMfc£fr^^pfaimz&^X. ■ 

3 4 . 'Unmtm 1 7531 2 ''b fab^$h6*^vt)> imaA^x, 

3 5. f 1 »1 2 9 ^ bl^^MVrf^i^ 1 JgtfcV^ 
3 7 . tt^l %m 2 9 ^v^^^^ v^tt^ 1 JgJC^^Y 
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TOT^S^b^5^^^ e>jt^SH5St^So) T'fcSfb^Xtt^milS-h 
3 9 . 1 2 9 a>k^&£fr5vv^tu;o> 1 ^^*5V^T, 

R S 30 J > 3-7^tB7*=^ 4-7^^-p^rcc^/K 3, 4— ^ 

7>M-n 3 , 5 — S?7A>*-» ^7 ai=./K 4 — ^ d 

7rc^/K 4-/f^7i=i/K 3, 4-^f^7i^ 3, B—&*?'A'7 
in^/K 3 - h y 7Atfrtx*?'fr?AX.#> x . 4 - h y f-JU7xs^A^ % 3 

• .,. S-t^ Ri/7ii^ 3, 4, 5~MJ^ K^7.7x=^ 3-T-fe^"/^ 
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4 l . fltjfejg i Jbm. 4 0 fr<bMVl £ tb5 V vf 1 ^^*3V NT v. 

4 2. a^l75S4 0^bS^$^5V^tu^l^-*5VNT, 

2-T 5 J ^-4-[5-(6-V^ u^i/A^^i/A^ff-*? ^ i/-2-^ A-]!7*^ ^- 
2-T 5 7 -2-;* ^445-(5-^o^^^yf^)fi7iy4--fM^^ 5?- 

2-T 4 /-2-7< ^-4-[5-(S-^ p^^^/P^^ h-l-^^/^^T^V-2H > /U] 
2-T 5, / -2-;* 9vW4-[5<4-i^ n *>**eisAs? Y 4^^/W)ft7 * V-2--f /V] :/ 
2-T ^./-2-^ ^-4-[5-(6-^^ ta ^Sri^/W^f- / ^^)^T A^Zf 
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2-T $ J -2- * 9vV-4-[5-(4- is V n ^ %sAr?9 J A J>V)^ir 7 ^ "s-2-4 }V\7$ 

2-T 5 J -2-^*5- J\s-4-\5-(5-1/# p :* ^-2-^7^]^^ i'- 
1-;*-— • 
2-7 % J -2-^/l/-4-[5-(4- V >J P^^/U^/W)^^^y-2-<7V]^^^l- 

2-T 5 y-2-3^A^H5-(6-S'^ p^^^j^^V-I-^-^)^-* 731 

/f/-l4-;K . 

2-T 5: y -2-^^/V-4-[5-(5-i/^ et^3ri/jw<^ h-Ws/l'>f*7*y.2./f/I/]- 

2-7 k / ^^4-[5-(4- V ^ P^V/l^:/ £^f-it7 * /^V 

2-7 5 7 -2-3i^>ti>-4-[5-(5- p V ^ / 4 )V)^-ir7 ^-2-4 JV\ 7* 

2-7 5 7 -2-31 ?^-4-J5-(4- U^tsA&#y'4'A$tt7!&.2h4-Af\&* 

2-7 5 J -2- * 3vW4-[5-(6- 7 zc ^^^;V)t^7 cc i/-2-^f A^ # X-l-^— 

?K . .-, •• ..- .... . . " - . . 

2-T K S-2-* 9vt/-4-[5-(5- 7 x ^A^is&fytt? x ^-2-^7V|T*> V-l-*— 

>K . 

2-T 5 / -2- ;* ^/l^-4-[5-(6- 7s a. V-2-f A-]^^ V- 



WO 02/06268 



PCT/JP01/05988 



355 

2-T 5 J -2-y 5VV'-4-[5-(5-:7^/W<y h-i-^ =/W)^;tT x ^-2-^71"]:/^ V- 

2-T 5 y-2-^^/W4-[5-(4-7 3i=/V^ b-W-=/^)^-*7 3i^-2-^ /V]^* 
^ — >K 

2-T $ /-2-^ ?VV-4-[5-(6-T3^/l'^1fy ^/l^^T:* ^-1-y(A'X7# 

_ ; /K . • . .. . . • 

2-T ^ 7-2-> ^-4-[5-(5- ~7 ?.~A"<lx?; 4 * ^-i-A A$7.9 V-X- 

2-T $ J -2-y ^/V-4-[5-(4- 7 ^~)V7% J A A)^^zt >-2-A 
2-T 5: J -2-y ^/^-4-(5-(5- S>£ P^3r isfr^i/^h-l-A ~;V)^*7 y.2- 
J ( 2-T ^ V -2-y ^-4-[5-(4-i/^ G^*^/^^ VT: ^ v-%-r 

2-T 5 y-2-^ ^/^-4-[5-<3-^^ a^^yw^ >>7P t=^t7i V-2~f 
2-T 5 y -2-y ^/K4-[5<5-t/^ P^^^t^^yfWy^ V-2--f7l4 
2-T 5 / -2-y ^-4-[5-(4- iX^ n^^f^/k^-^f i/^^^^T^ >--2--Y/H^ 
2-T 7-2-^ ^/W-4-t5-(3^V^ tr^^^^P ^)ft7xy-24>] 

2-T ^ y -2-y ^>-4-i5-(5-v^ p^^^/p^^ y ^t7xy-2-f 

-2-T 5: y -2-y ^^-4-I5-(4-i/^ n^^iy/^^i/^^ y 4 A^)^^ 7 ±. V-2->f 
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2-T 5 J -2-* ^/V-4-[5-(3-i/^ a ^^/VofrSf i/7°£i 4 A)^^r7 x. 1/-2-4 
2-T 5 ; ^/W4-[5-(5-7 1 ; ^.H=;^)ft7IV•2"^;^]/? 
2-T 5 J-2r* ^-/V-4-[5-(4-7 * 7 b-W 2/-2-W 

2-T 5 7 -2-7 3VW-4-[5-(3-7 s / 4r V^?. t^A')*"*'? =c i/-2--T A]7*^ V-l- 
2-T 5: 7 -2-7 ^VV-4-[5-(5-7:c/ ^.V^^^^^*^. 3 : ^-2-^ ^-i-^ 
2-T S: 7 -2-7 ^/l/4-[5<4r7i7>i>^>ft7 i V-2--f /V]?** V-l-*— 

■ /K ...... 

2-T 5; 7 -2-7 f;M45<3-7x^ 3f fc°/l/)^:3-:7:r: A*]:/* 

2-T 5 7-2-^^-4-[5-(5-T^ 7 ^i^^Vf 7 JV)^*? x. 1/-2-4 fry? $ V- 

2-T 5 7 -2- 7 ^-/V-4-[5<4- 7*./**S?? 7>f A-)^7 * y-2-^M7^ l^-l- 
^--/K • . .. 

2-T =• 7 -2-7 J-JVA-IH*-?*- / 'V <t-W?*7 * ^-2-4M\-79 V- 

1-3— /K 

2-T ^ 7-2- 7 ^-4rt5<4-^y e^^dr ^/V)^^*T ^ V-M 

2- Tk-'Z -2- 7 ^/^-4-£5-(4- i^^a S^7 f^i/7 A^/l/)^:?;* V-2-^ 
)V\f^X/~\-it— A\ . - - 

2-T 5: 7-2-7 ^-4-[5-(4-^^ P^.^/loc f^t/7*?i^^7x.y^ 
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2-T 5 / -2-^ ^/^-4-[5-(4-i/^ V^^i/A'* h * i/Zfx* \?~A') ! }-$"7 x 1/-2-4 

2-T 3 /-2-^^/V-4-[5-(4^>^P^^iX^ \.3?-*s7x*/</4 /l^^T a 5^-2- 
-f/y^^V-l-^— >^ 0 ". ? • ... .. . 

4 4. MNt^l fctfiOT* TIB J: <9 58ft$aju£Vvf*u&> l -?0>{fc&4Gu ZpMmJ- 

2-T 5 /-2-^ ^/l^-4-[5-(4-^^ a^^^/V)^^ :cV-2-f A"]:7£ V-i- 

2-T $ y -2-/ #-X'-4-[5-(5- is 9 P ^ ~? * 3<-2r>f fc] ~? 9 V- 

l-^-- >k .. 1, f ,. . : ,. r: ... ... . - - 

2-T 5 / -2-p« ^-4-[5-(5-7 ^ A>\f 9 V-l-^-— , 

*V ' 

2-T 5: ;-2- f- «3VV-4-[5-(4-^ ci ^isju^i/^f-;U)^'y zr. 1/-2-4 ;V]z? 
9 y-l-X—A', ' 

2-T ^ /T2^ f;M-{5-[4-(4-7;V'to 7 x7^M^] &**7 * V-2--Y 

2-T 5 V -2-/ ^^-4-{5-E4-(4-^ K*i/7* 7 *S/> ^/W] ^7 a >-2— f 

2-T 3: > -2-* ^^-4-CSr<4-< is&M&>*is7?;*d ^-2~A M79 V 

2-T ^ T-2-;* ^/V-4-[5-<4- i/pvi^* %/fi/^f \>-\-4~iV)f3r7 A^f 
9 S'-l.*— A\ 
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2-7 5. 7-2-P<5vl'-4-[5-(4-7ac=/V7 h-1-4 =^t7*y-W /Wj^^ V-l- 
/K 

2-T 5: / -2-7 ?W-4-[5-(5-V7 P^f/V-^V |>-1-^ a/W)^;*- 7 a V-2-^f A-] 
77^-1-;*-— /K • 
2-7 5; 7-2-7 ^-4-[5-(6- 7 a a/W^/ h-H=W7xy-H^]^^y- 

2-7 5. 7 -2-7 f>4{5-[5^'7^P7s a/>)^<;/ h-l-^f =^^1^7 a C/-2- 
^V}77^-i-^~/ik 
2-7 5; 7 -2-7 ^-4-{5-[5-<4- 7 '^V7*=A^y h - W =^]ft7i ^-2- 

2-7 $ 7 -2-7 97P-4-{5-[3-(4-7 n ^^/U^i/) /n t°-;i/] ^ 

7 a i>-2-^ /W} 77 /K " 

2-7 5. 7 -2-7- ^-4-{5-[3-(4-7 f^7x) >i/):A3 ^^]^t7i V-2-f /V} 

7*7 ^ : i-^-->k ^ ' - • ^ ■ 

2-7 5 /-2-*^A^4-$W-(4-^fn'7^/ *i^7X3 \?~)\sYf~X-7 a ^-2-4 JV) 

2-7 5: 7 -2-7 ^^-4-{5-[3-(4-> f^7x; df >7)7n f^H^7 a V-2- 

2-7 $7 -2-7 ^-4-[5-(4^>7 p ^i/7M-3rS'7 h-l-W s/^f^i^-M 
/V]77 V-I-^--/K 

2-7 5: 7 -2-7 ^/l^-4-{5-[4-(4- 7/V^n ^>>)7 h ,l-^f ^^]f#7x ^-2- 

71^77 

2-7 $ 7 -2-7 f ^H4<4-^ f-!t/7x7 ^i/)7 , f-l4-/l']f t7x 

2-75 7 -2-7 ^/^-4-[5-<3-i/7 tt^3r$>/V7 h ^^7'n f=/l/)ft7x ^-2--f 
is-l-3r—^ 
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2-T S / -2-y ^/U-4-[5-(4-7^^/l-^ Y^i'Zf h-l-^f s^t7*l'.WM 

2-T ^ 7 -2-y gvV-4-[5-(4-i^y o A*-? 9 J ^f^WxW A^:? 
V-l-^-—/l< % 

2-T 5 y -2-y f ;W-4-[5<4-7x ~;V-f? J A Afyf-Hr? =c ^-2--f Atf:/* V-l-^- 

1 

— /K 

2-T 5: y -2-y ^/W4-[5<5-^^ ta-Mft/VW*^ y <f ^)ft.7x V-2-< A']?' 

fy-l-t-M ;. ' ; . 

2-T 5 y -2*y ^A--4-[5-(5- 7 * —A/^Z J -f A)^y zc >-2-J )V\f$ V-l- 
2-T 5: y -2-y f;V-4-{5-[B-(4-7vWtP 7 '=c / J /u)^y x ls-2-4 

2-T 5: y -2-^^-4-[5-<5-^^ o ^-2--f /^T'^ i>- 

i-^--/k ..; ^ \ * _ ,, 

2-T-5 y -2-3i^-^-4-[5-<5-i/y n^^r^/^V h - W .» ^-2~f A"] 

a^ 

2-T $ 7 -2-^^A--4-[5-'(5-i/y fci^ vvW*^? / 4 A-)^^"7 31 ^-2-Y A-]T 
2-T 5 y -2- y ^ A^-4-{5-[3-(4- ^ oa7x/ V)T"tt V-2-^f A) 

2-T 5 y-2-y ^A>-4-{5-[3-(3-y Wx7 3r ^t/tt e^]ft7x V-2--f A-} 
2-T $ / ^2-y ^/V-4-{5-[3-(3,4- ^ y ^7 'zc y 3r i/)T" * A'l^^T ^ V-2- 
2-T $ y-2^y 5vl--4-{5-[3-(3-y f=3f i/T^y ^S/):/* 'tf=^?i V-2-<f 
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2-T ^ J -2-7 ^/l--4-{5-[3-(3,4-^y h*V7 31 7 t°=/V]^^7 :* X- 

2-T ^ /-2-7 5W-4-{5-[3-(3,5-i^ h^f^:* / **/)?xx M'-fr]^*? ^l/- 
2-T 5; y -2-7 ^/V--4-{5-[3-(3-T-fe^/^7 =t 7 ^ :c l/-2^ 

2-T ? 7-2-7 ^4-{5-[^rt>^7x/ #J/)^P if^ft7s^y^^^^^ 

/K. . . . i . ...... ... 

4 5. fflWfc® i»I4 4 J: «5 »ifc§;K3v;f*V di 1 ^^iaf $tufc{b^x ^©IK 

4 9 .. (L a) Xli (Lb) 

NR'R 2 iNR 1 R 2 
OU) (Lb) 
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